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[Mdl] (I) 




H 

, l~2^omm^i3«tt>V^^(il^^mJ!Ii 1 *^tr^J:v^ 4-1 

m (omxm&to * u/ ttzin mommm* * &m l x i> x v> 5 - 1 5 ji <n$m 

( 1 ) JjL&fr. 

(2) C1~-8 7^V>, C2~8T;V-5r^V>^L<}iC2-8T;V^r-V 

(3) R3jcJ:oT1llft$tL-CtJ:v^C3~8lt5RS| ! Sr^*>U 
Qfi 

(1) NR 1 R 2 

(i) TK^iE^ 

(ii) l~5iORl0j:j; c -cfi$*itU^Cl~157^;K C2- 
1 5T;v^-;v^>L<{iC2-i 5T;v^^^*^{i 

(iii) 1 -5-fSOR 3 lcioTtt!JI$ttTfc iV>C 3-8^«5l*^ti 
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(w) i ~51@or 3 icioTa&stL-c^ i ~2mv>M : mw^ 1~2 
bc^ i ~ 2 ihosissjr^ * uv* fci± i fioaatK^*'^* t-c & ± 4 - 

1 51«1^^U HC»il-5fl<0R 3 fc*oT«&$*LTfc £v\» ) 

(1) ci-i 5T;^;k C2~i 5 r;v^-;vtfc(±c 2 - 1 5 7;^-;v 

UV>o ) > 

(2) **vttzi* 

(3) Rl Ofc^fcU 

(1) OR 1 1> 

(2) OCOR 1 2 , 

(3) OCOOR 1 3 , 

(4) NR 1 4 r 1 5 % 

(5) NR 1 6 COR 1 2^ 

(6) NR 1 6 CONR 1 4 R 1 5 > 

(7) NR 1 6 COOR 1 3, 

(8) COOR 1 3^ 

(9) COR 1 2 

(1 0) CONR 1 4 r 1 5 % 
(11) S02 R 1 2 . 
(1 2) SOR 2 2 > 

(13) S0 2 NR24r25, 

(14) NRI6SO2R 12 , 
(1 5) B (OH) 2 > 
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(16) SRll, 

(1 7) ad^VI^ 

(18) -hn, 

(1 9) yTy$/;li 

(2 0) 

(_kf5?>»4^ 
R 1 1(± 
(i) 

(ii) C1-15TW, C2~l 5 T^-^ L < JiC 2 ~ 1 5 7^- 
)l> (WkT)U*c)V^ T)Vtr~)l/^ 7;l/*-;W± 1 ~~ S'fSO^n^IiH^ NRl* 
r15 % OR21, SR2 1, C O O R 1 3 % tz\$m> K Z flX i> X 
v> 0 ) ttzlt 

(iii) mD&^tfrU 

R 1 2 % Rl3 x r 1 4^ R 1 5£j;t>'R 1 6(i-e^ti4*3iLT> 

(i) &mi&^ 

(ii) MD\,zx^xm.^fixi> x^c i~i 5t;v*;k C2~i 57;^^ 
;v&L<f±C2~i 5 T^-JVifcfi 

(iii) mi>%mt>u 

^DtiC3~i 5&n, -ni>L<i±~m&)kmn£fctei~~4m<DmmB> : ?- 
tDiij^To (1) ~ (22) frt>m$izti& i~~5m<7>mz±<?xm.mztix 

(1) C1-157K;K C2-1 57J^-;i/^L<(iC2~l 5T;^ 

(^7;V*;K 7^^^iH f 7^-iKil~5i<7)OR2 1, OCOR 2 
2, OCOOR23 > NR24r25^ NR26cOR22^ NR26CONR 
24R25, NR26 C OOR23 n COOR23, COR22 N CONR24 
R25 % S0 2 R 22 > SOR22 % S0 2 NR24r25^ NR26SO2R 
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22, b (OH) 2^ SR2 1, Aa^>^ ^hnt^(iy7yi:iotl 

(2) t^f'A 

(3) OR2 1, 

(4) OCOR2 2, 

(5) OCOOR 2 3, 

(6) NR2 4 R 2 5, 

(7) NR 2 6 COR 2 2, 

(8) NR 2 6 CONR 2 4r25, 

(9) NR2 6 COOR 2 3 N 
(1 0) COOR 2 3 N 

(1 1) COR2 2, 

(1 2) CONR 2 4 r 2 5 N 

(13) SO 2 R 2 2, 

(1 4) SOR2 2, 

(1 5) S02NR2 4 R 2 5, 

(16) NR2 6 S02R 2 2, 

(1 7) B (OH) 2 ^ 

(1 8) SR2 1 s . 

(1 9) ^n^JOKTx 

(2 0) -bn, 

(2 1) i/TSttzlt 

(2 2) tE 

Cfc«2<0**, R 2 1 (± 

(i) ^fSJECTs 

(ii) COR22, NR2 4R2 5^t<lifEi:ioTtt$tL-CUv^Cl 
~1 5 7;V^;K C2~l 5T;^-;HKI±C2~1 5 tzli 

(iii) SiESritfrU 

R22 % r2 3 % R 24, R 2 5^i^R 2 6 |^tL?^it^ 
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(i) TfcldJ^fs 

(ii) MEK iott^^tLT^) £v>C 1-15 7/l"*;K C2-15 

;v<kL<fiC2~i 5 7;^-;vf fci* 

(iii) 3*E&£kU 

tEiiC3~l 5Mt r^tL<l±H3WJfe^4fe(±l-4«oa*JK : f 
, l~2M<^mm^i3j;^V^7t«1^0^m^ ; S:#^r-ta5~l 5lO|. 
St. r3|fc t < ttHafc£8BRSft££*> U 
StEWt 1 ~ 51@0 

(i) 7x^;i/i;iotf^$tLT & iv>c 1-15 t;v*;k 

(ii) ^uyyw^, 

(iii) 7x-;K 

(iv) C 1 ~ 1 5 r;vn^y, 

(v) TKm*. 

(vi) 7 

(vii) ^7 (C1-8TW) T5y*4feli 

(viii) v (C1-8 7W) T S 7 il: J: oTS&StLT *> £v> 0 ) 

%A(i 1 ~ 5iOR a tcio-Cgm^ttT^ J: <, MBit 1 - 51@?>R b tc«J: o 

cmzmfr-to ) 

mim2} (i -a) 

Kb 2] 
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i\ l~21@^m^^i^/ / t/c(il1@co^^^^LT^ 4~ 
B a 1 




(i) *m^> 

(ii) l-5l^Rl0faotft$ntUv^Cl~l 5T^K C2~ 
1 5 7;^-;HL<(iC2-l 5 T)V*-)Vt tzit 

(iii) 1 - 5m<DR 3 lc,i:oTg^$ttT^ iv^C 3 ~ 8&3R3k 

(iv) 1 ~51@<7>R 3 K£^XW&ZflXi> *V\ l-2lOlfH^ 1-2 
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#02 0 0 2-3 5 7 4 4 6 : 7/ 

(v) COR 5 (^cK R5(iCl-157;V^K C2~15W-;K C2 
~1 5T^-;Hfeli7x-^^f 0 ) ttzl* 

(vi) CO OR 6 (Htfi^ R6[±ci~15T;V^K C 2 - 1 5 T/V^-ZK 
C2~l 5 7^-^ifcli7x-^^to ) fc^frl"* ) 

Lli 
(1) 

(2) Cl~8T^I/>, C2~8T;^-l/>^L<liC2-8 7;l/^P 

(3) R 3 K£^Tm&ZtiXi>£\,*C3~~8RmW*mfrL, 

(1) NR 1 R 2 

R 1 *5«J:^R2(i:^tL'ett^3fcLT > 

(i) *5fc2B^ 

(ii) l~5l@OR 1 0 KioTg&Sft-Cfc «£V>C 1~1 5 7^;V> C2~ 
l 5 r;i/^-;n£> L< fiC 2 ~ l 5 T )\/*-)Vttz\± 

(iii) l~5^0R3icj;oTttm§ttT^ £V>C 3 - 8 JfcSRHU: 

(iv) 1 -5ffl©R 3 KioTS&StLTfc £v\ l~2i©IiH^ 1-2 
1®ommm^*3 J: Tf/* fzit 1 flBOWJWf-fc-M"?-* 5 - 1 5lcotit^^ 
^to ) £tzl± 

(2) sue (scim< lioii^^ttu ^^^i~2i@^>M^ 

1 - 2 ^om^^is i V/itzl* 1 IBO^Ull^*^ LT <£ 4 ~ 
1 5£Oltf£3sl£*bU SIC 111 -51SOR3 £ J: oTlB&£*LT& £V\, ) 

R 3 {i^tL-Ttate L"C> 
(1) C1-15 7^;K C2~l 5 7;V^^lf;liC2~l 5 7;^^^ 

C&r/i'^K t;i^~;k r/i/^—zwi 1 - 51@<?>R i o x^>xmM^fix 
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2) 0r*V*tzti. 




3) R 1 0£it;bU 




»>R 1 0(i-e^tt^LT, 


1) OR 1 1. 




2) OCOR 1 2, 




3) OCOOR 1 3^ 




4) NR14R15, 




5) NR 1 6 COR 1 2, 




6) NR 1 6 CONR 1 4 


Rl 5, 


7) NR 1 6 COOR 1 3 




8) COOR 1 3 > 




9) COR 1 2 




1 0) CONR 1 4 r 1 5 


■> 


11) SO 2 R 1 2 > 




12) SOR22 > 




13) S0 2 NR24r2 




14) NR 1 6 SOoR 1 


2 


1 5) B (OH) 2 > 




16) SR 1 1, 




1 7) ^n^>^ 




18) -hn. 




1 9) vr; £ fej± 




2 0) ID 









R 1 1 (± 

(i) *5WtfK 

(ii) C2-1 57^-;HKtiC2~l 5 7^- 

^ (i7;i/4;K 7;v$-~;k r;v^-;vti l ~ 5#o/Nny>jfg^ nr14 
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Rl 5 n OR 2 1, SR 2 !> COORl 3 % tz\mD X otf^$ flX i> £ 

v> 0 ) Sfctt 

(iii) StD&^fcU 

Rl 2, Rl 3, Rl 4, Rl 533itFRl 6(i^tL>rtt©35:LT. 

(i) 7K#M^ 

(ii) ^DtCioTgm^ttT^) X^C 1 ~ 1 5 7/Mr/K C 2 - 1 5TH- 
;V*> L< J*C 2- 1 5r;v^;^f:it 

(iii) StDfc^fcU 

^D(iC3~l 5» —f|tt<tt=SII*Jft*«4fe«l-4««>fl[*« : ?', 

i~2m<vnmw^&&xf/ttz\,$im<n^nw.i'*^-tz> 5~i 5^o^.m 

SRDIi&T*) (1) ~ (2 2) 5&^®^$tt* 1 ~ 51HO&K* oT@&$*tT 

(1) C 1 ~ 1 5 7;V3rJK C2~157H^HK(iC2~15TJV^- 
;v 

(^T/l^/K T^-^i^T^-ZHi 1 ~ 51®?>0R 2 1 ^ OCOR2 
2 N OCOOR23, NR24R25, NR26cOR22 > NR26CONR 
24r25 > NR26cOOR23 > CO OR 2 3, COR 2 2 N CONR24 
R25 N S0 2 R22, SOR 22 > S0 2 NR24r25, NR26s0 2 R 
22, B (OH) 2- SR21. Anyy||^ - h u * tzit yT / K X o Tfi 

(2) t^r'A 

(3) 0R2 1 % 

(4) OCOR 2 2, 

(5) OCOOR 2 3, 

(6) NR2 4r2 5, 

(7) NR2 6COR2 2, 

(8) NR2 6CONR2 4r25, 

(9) NR2 6COOR2 3 n 
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(1 0) COOR 2 3^ 

(1 1) COR2 2^ 

(1 2) C ONR 2 4 R 2 5 % 

(1 3) S0 2 R 2 2 . 
(1 4) SOR 2 2^ 

(1 5) S02NR2 4 R 2 5 > 

(1 6) NR2 6 SO2R 2 2 . 

(1 7) B (OH) 2 > 

(18) SR21, 

(19) ^nyvi^ 

(2 0) ~hu, 
(2 1) Zs7S$tz\Z 
(2 2) 3|E 
(±m(D&* , R2 1|i 

(i) Tfc^iE^ 

(ii) COR22, NR2 4 R 2 5^t<(ifEt:J:oTt^tiT^J;v^Cl 
~ 1 5T;^JK C 2~ 1 5 T)Vr=-)\<$> L< «iC 2~ 1 5 7 )V*-)V£tz\$ 

(iii) 3|E£^;bU 

R22 % r23, r24^ r 2 5 33 X VR 2 6 \t*tiJ?M&3L LT, 

(i) tK^H^^ 

(ii) SREfc £oTMJ&$*LT*> iv>C 1-1 5T;V+;K C2~l 5 7^^ 
;V^> L<fiC2~l 5 

(iii) mE*mt>u 

(i) 7x-M:J:otfi$tLtUv>C 1-15 7;v*;W 
(ii) 
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(iii) 7x-;k 

(iv) C 1 ~ 1 5 T;V3*v> 

(v) 7Km*> 

(vi) r*>\ 

(vii) (C1-8TW) T^tfcfi 

(viii) ^ (C1-8 7W) 7^ J £ J: o TttSI $ *LT ) 

SUA a J* 1 -S'fBOR atcioT«m$tLT^ J; <> SIB B (i 1 ~ 51@^R b 
.J: o "Ctt$& $ fix i> X <, Ra&£ZFRbit^ii^nm&LTR3 iZTFZti&m 

(1) n- [4- (4— t/ufcv— no -2-*±\rv—jis\ -1, 2 > 

(2) N, N-v^^V-N' - [2- (4-7x^-l-t^'J^;V) - 

4 -try ^ -1, 2 -xf w>^7 5 

(3) N- [ (3, 4 - v t Kn - 2 H - 1 -^>y*n°7 > - 2 - ^f ;W 

] — N' - [2- (1 v*-^) - 4 -tf 1 ; ^ -l, 3--/n/l 

(4) N- [ (3, 4 - y b Kn - 2 H - 1 -^VVt 7 > - 2 - ^ ;V) 

] — n' - [2- (l-e^y^-zio -4-ei;^^;v] - 1 , 3 

>y'75 f • ya^i^ 

(5) N, N-v^^^-N' - [2- (l-tfnUv^;V) - 4 V* 1 ; ~ 
/u] -1, 2-^9>i?T$>is£V ! 

(6) N, N-v^^-N' - [2- (i-eny^) 
;V] - 1 , 2 -x^>y7 ^ > • ZttSo ) 

[»*£3] »*3l2"»C|aROHH5«: (I -A) -C^$*L^>fb^$fct±*0 

mitftftfl'tt* C X C R 4 iraSQo 
[»3fc£4] (I-B) 
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[ft 5] 




Ut 6] 




(3fe*> IZIiC5~l O^^L<(in^;^^$^t±l-2^<0^^ 

■rat, l < te-mmmmzmto-to ) *mt> u 

Hi 

(1) j|tn^ 

(2) C1~8T^P>, C2-8W^V>^ L < (*C 2 ~ 8 T;Vdr- 

(3) R3tcJ:or«|j|$*L"Ct J:^C3-8^9R3»*^*?U 
(1) NR 1 R2 
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(i) *3*JKiK 

(ii) l~5l@OR 1 0 Ki;oTtt&$*vC*> £v*C 1 ~ 1 5 C2~ 
1 5T^^-;V^) t< (iC 2~ 1 5 7;^-;VJ fcf* 

(iii) 1-510OR3 KioTttmStLTfc iv^C3~8R#^tfc(± 

(iv) l~5'f@cOR3^J:o-C^$tLT^)«tv\ 1 ~ 2 ISOM^JK^s 1~2 

laomm^T-is j: ir/ 2 tz it i is £^rr ss-ni ^must* ^ 
m*. i - 2 m<ommm^ x zr/t tza 1 m^mnm^^m tr <*> * 4 ~ 

1 5M<«SfSt£^;bU ^C{il~5HOR3^J:oT®m^tt-r^J:v^ ) 

(1) C1-157W, C2~l 57^-;VJ?t{iC2~l 57^^r-^ 

(^ct^^k t;v^-;k r;v*~;w;n ~54ioR 1 0 i~ £ 0 rg8i£*LT 
i>x^ 0 ) > 

(2) **V2*:J£ 

(3) R 1 0£^=bU 
R 1 0(i 

(1) OR 1 1, 

(2) 0C0R 1 2, 

(3) 0C00Rl3 > 

(4) NR 1 4 r 1 5 > 

(5) NR 1 6 COR 1 2 > 

(6) NR 1 6 CONR 1 4 r 1 5^ 

(7) NR 1 6 COOR 1 3 > 

(8) COOR 1 3 % 

(9) COR 1 2 

(1 0) CONR 1 4 r 1 5^ 
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(11) S0 2 R 1 2 > 

(1 2) SOR22, 

(13) S0 2 NR24r25, 

(14) NR16S02R 12 ^ 
(1 5) B (OH) 2 > 

(16) SR 1 1, 

(1 7) Anyvjg^ 

(1 8) -fn, 
(19) *s7 J ttzit 
(2 0) 

R 1 1 »i 

(i) Tfc^MdK 

(ii) C1~15 7W> C2-157^^HL<(±C2-157;^- 

;v (^t;v*;k r/i"**— /k y/w^/wi i ~ 5m<o^uy>m^-, nr 14 

Rl5, OR21. SR2 1|^liCOORl 3 ic£ oTfimStLTk «fcv> 0 ) 

(iii) 3|D£^fc>U 

Rl2, Rl3, r 1 4 % R 1 5^j;^R 1 6(i^-tt-emteLT, 
(i) 

(ii) SRDfcJoTllftStl-Cfc J:v*Cl~l 5 7;KiK C2~l 5 7^- 
;v&L<iiC2~l 5 

(iii) S*D*:£*>U 

3tDJiC3~l 5#^. Iii L < liETOMJ 1 - 41^)111^ 

3SD(±mTO (1) - (2 2) frhm9lZtl&l~~5m<0&te£<>XW&ZtLX 
(1) Cl-157;v^K C2~157H-;HKliC2~157^ 
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^-vl 15/ 



)V 

(mT)]/*c)V, T)\>>r=-}l>id&XfT)V3r-)V\$l ~51S^>0R 2 1> OCOR2 
2. OCOOR23. NR24 R 25^ NR26cOR22 > NR26CONR 
2 4 R 2 5, NR26cOOR23^ COOR23, COR22, CONR24 
R 25 , S0 2 R 22 , SOR22, S0 2 NR24r25 n NR26s0 2 R 
22, B (OH) 2 . SR2 1, Any^ -Yuttz\**sT S KX^XW: 



9 ) 




*5 ) 


O R 2 1 


A j 


n p n p 2 2 


z> ) 


nrnnR 2 3 

\J \-/ \J \J Xv *> 


0 ) 


tjp 2 4 p 2 5 

IN JA. " ^ Xv " ^ > 


7 j 


NR 2 6 pop 2 2 


Q x 

o y 


"NTT? 2 6 p n "NT p 2 4 p 2 


Q N 

J/ y 


nr 2 6 rnni? 2 3 


l n 

1 u 


i rnni? 2 3 


1 1 

1 ± 


j r n p 2 2 

/ U U I\. % 


1 2 


) CONR24r2 5, 


1 3 


) S0 2 R22 % 


1 4 


) SOR2 2 x 


1 5 


) S0 2 NR2 4r2 5 % 


1 6 


) NR26so 2 R 22 , 


1 7 


) B (OH) 2 , 


1 8 


) SR2 1, 


1 9 


) ^ny^l^ 


2 0 


) -hn, 


2 1 


) i/TSifzlt 


2 2 


) IE 



±IB<7)S4 , > R 2 1 (i 
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(i) JtafcHHK 

(ii) COR 22 , NR 2 4 R 2 5 t> b< imEKiL^xm&Zfrtk * V *C 1 
~1 5 7;K;V, C2~l 5 7H-^i L < l*C 2~ 1 5TK-;^/ctt 

(iii) mE*mt>L, 

R 22, R2 3 > r2 4^ R2 5^j:OfR2 6(i>etLW$iLt, 

(i) tMRHC^ 

(ii) ^ElCtoTgm^tL-C^iV^C 1-1 5 7W> C2~l 5 7^- 
L< tiC 2 ~ 1 5T^-^t^ti 

(iii) 3*E&££*>U 

^Et±C3~l 5*ak -^^L<(iH^^^4^(±l~41iOM^MHF- 
5REI±1 -51TO 

(i) 7x-;H:J;otft$*i-cUv^C 1~1 5 7/v^rK 

(ii) swr>m^ 

(iii) 7x-;K 

(iv) C 1 ~ 1 5 7;V3^fy, 
(v) 

(vi) 7 5/i, 

(vii) *y (C1-8 7W) T5;*i^li 

(viii) s> (ci~8 7M;v) 7?;ii:iortjft$*itU^ ) 

3tA B J* 1 ~ 51@(^R a K X oTfi&£*LT«> J: < , 9tB B « 1 ~ 51SOR b 

(1) N— [4- (A*tt Kn - 1 - 1 - ^ C 3 ' 2 

-d] 5^/-2-'fA'] -l, 4-^>y7r/--«I, 

(2) 7- [4- [ [4, (^^tKP-lH-T^tfV-1-^^ 
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) -1, 3, 5-fV7^/-2-'f;l'] 7^-2H-l, 2, 3 — MJ TV* 
2 3-7x-;v- 2 H - 1 v*if ^ ^- 2 >\ 

(3) 4 -J. h^v- 6 - Kn- 1 H-T-fe'tf^- 1 -J )V) -N- 
[3- (4-^;V^V-;v) "7°ne;]/] - 1 , 3, 5-hV7'7>-2-7^ 

(4) 4- Kn- l H-T-HtT^- 1 --f;v) - 6 -;*?-;l/-N- [ 
3- (4-^e;v*';~;v) /nif;v] -l, 3, 5-h'J7^>-2-7r/, 

(5) 4 nn- 6 - KftKn-iH) -T-tffcf^- 1 --f -N- 
[2- (4-^e;v>^';~;v) -l, 3, 5->'J7v f > , -2-75 

(6) 4- Kn- 1 H-T-fc?tf ^- 1 ->f/l/) — 6 h*:>-N- 

[3- (4-^e;v^';^;v) yne^-i, 3, 5 - h v rv>- 2 -75 

(7) N- [4- ('s^-g-fc Kn- 1 H-TJ£\£>- 1 ->f ;v) fx; [3, 2 
-d] fcfys v>-2--f;v-l, 4-7^^7 5> 0 ) 

[if ^ 5 ] lf^4tcffi«o-^ (I-B) t^SjK&tofrtoSfcfi-tO 

m^mKwm-^fi^^mm^t-r^ c x c r 4 mmMo 
[m>m 6 ] c x c r 4 mmmtf&m • r wi^-imtu ^ 

sfeg* h 1 vmmi> l < i*^*u::i$t#-r&^m> • wm&mm, mmrn, & 
• jfiL^tt^tu ftUHfe^m t £ fi^^mo^fe x tf/ t tz it^mx^ %> „ it ^ 
^ 1 %?M<nmmno 

mim 7 1 c x c r 4 tfn&mmmm tLx nwa & , mim 

[0 0 0 1] 
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[0 0 0 2] 

( 1 ) HK ( I ) 
[0 0 0 3] 

[ft 7] 



H 

[0 0 0 4] 



[0 0 0 6] 

(3) (I-B) 
[0 0 0 7] 




(2) (I -A) 

[0 0 0 5] 
[ft 81 
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lit 9} 




(l-B) 



H 



[0 0 0 8] 

(4) -ett^^^^^i-^^a^fei^ 

(5) ^fth<o^m.^m^m-r^o 

[0 0 0 9] 

m^owm] 

[0 0 10] 
[0 0 11] 
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frfc*-*>*T*. Sfc, BMU »*±&rtTlMjU /HW, NKTi 
ft, WJRUHlfitt, *»J:$ftft*ftrK:JMBu *ftWBfcW#-r*. 
[0 0 12] 

DF - 1 (Stromal cell derived factor-1 ; * h n -vffllftEJfcB^- 1 ) & 

«teMfljP;*^«>fc HL#ffi3HO»«lt*»t*CD4+T«IU60**fc 
fe14^blCg|^-L-CV^C^^^$tLTV^ (J.Immunol, 1££ 6590-6598 (2000 
)) o CI A^T*^^^^i3^r ! bCXCR4ia.#^J{iMB^eJflL 

=$<0#ft*!WHIU WJ©^3T**W^«^$*^: (J. Immunol. lfiZ 4648-46 
92 (2001)) o v-^^OVAiOTM^^H^V^, SCXCR4|5l# 
mmn^mmt&lfrM^Zn.bL, »*aMMfc*JWLfc (J. Immunol. 1£5 
499-508 (2000)) 0 
[0 0 13] 

SDF- 1 t f ©St C X C R 4 liM#II<^f ItOl^lclg 
*«§*L-CV>&ifct«t#§itTV^ (J.Exp.Med. 1S5 111-120 (1997). Bio 
od, 97, 3354-3360 (2001)) „ L/d ? ot, S DF- 1 S itfCXC R 4 *>*l»tt 

tin &^*Ste*G? K^ffi -e & & o 

[0 0 14] 

sDF-i^i^cxcR4 msam, $mm* t*<on* *>mm®». 

mKW^VX&l) (Nature 4JLQ 50-56 (2001), Cancer Res 62 1832- 1837 (200 
2), Cancer Res £2 5930-5938 (2002)) , SCID^^^UMilt^ 
^A^Ml&^TiftC X C R 4 &m*%mMm<7>B^<Dlfc®*Wm Lfc (Natu 
re 41Q 50-56 (2001)) 0 J fet MPHSfflt^f^V^ S D F - 1 

1-4 i t k x , iittii»wwfi^i£iuii^tPPi4^f 

ft#«jWI&0«#*MU Mtf&ftfcJWWLTV** (Nat.Med. 12 1339 (2001 

tBSE# 2003-31054 
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>/n°M«<7)NOD/S C I D^J^^A^T^WC^T, tftCXCR 4 in; 
foj)mmmm,<DmM*WU\V. v**<0^t:^£$:#Lfc (Cancer Res 62 3106 
-3112 (2002)) o 
[0 0 15] 

sdf-i^j:o ? cxcr4 {iiBit t K'ZM<^mMn^mmwm.<D^ 

(fT^^W^-ifpH'JrW'K Sa^^^BH^Hi-^bTV^ (Development 12 
2 4249-4260 (2002), Trendes Neuroscience 25 548-549 (2002)) o 
9 [0 0 16] 

SDF-l^iO s CXCR4 (iH^omS^K-^'r & SBK^ttBil^H 

^^.Mre*^ nodv^acmu, #lSdf- i^m^^mm.^WP^^: 

. *^'a^^^>^I gM+B»#H/; (Immunology 107 222-232 ( 
2002)) o ttzt M&M^b^^-^-eSDF- l**Jftl&3SU J&^MR*ffittft 

(Circ.Res. M 131-138 (2000)) 0 

[0 0 17] 

lfcSDF-l/CXCR4/7^T'> h *r * X <0*&*tf> , SDF - IteV 

ttrv^ (Nature 382 635-639 1996, Nature 3J3. 591-594 1998, Nature 322 5 
• 95-599 1998) 0 Z.<DZtfrb, ZtibommvfeB^M^LX^Z £#x. btl 

[0 0 18] 
[0 0 19] 

*«5ettftlS?p^ft«» (^>fX (AIDS) tlflftL-CV^, ) ti, iS^*^ 
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13«kh i v<omm s — m.WL&tz> h i v i*&m<o foftxmmz < 

[0 0 2 0] 

i) mmmmmm%i*7VTY-*m&M<D&jf\z£&ii i v©*»«0qi«u ( 

[0 0 2 1] 

Hivti, si^<D*m*m&^w-Tmi&te&zmtet&o tub 
ffi.<nm±iz&mLx\,*2>mm&cD 4 zmm-tzztte, 1 9 8 s^j: 

TV>* (Cell, 52, 631 (1985)) 0 4fH-\±4 Z 3m<DT 3. SfflZ&frbtt 

L^v^fc^ggfj^n^stcotL-r, H I V««t^^i:S^^.CD4 
[0 0 2 2] 

1 9 9 6^l:CD4^f^H I vmmizfrfrfr&m* t LX7-V^ (Fu 
sin) t^dfflmmm&timfeZtit: (Science, 272, 872 (1996)) 0 Z<Dy- 
SDF-IO^ ?%t>%CXCR4X$>2>Z£i!)mW-£tifc 
oil:, ^fvehn-eSDF-1^ TJWWfeteiRltt (X4) H I V^ttl 
«*SEW$tLfe (Nature, 382, 829 (1996). Nature, 382, 833 
(1996)) o 1-&fc>*>> SDF-l^HIVi^l:CXCR4^nuhi: 

iot, Hivtimmzmmi-&tz#>e>M.wtfri)*B*<\ h i vowat ^ 
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[0 0 2 3] 

* tzWlCm> W^r^iJ^V^M^M^ RANTES, MI P - 1 a, M 
I P — 1 £ (D^Mfo-Vb* CCR5i 7^77- i^tftte (R 5) HIV^ 
!S^^I^^IJffl$tL^it^m$tLfc (Science, 272, 1955 (1996)) 0 
[0 0 2 4] 

foT, HIVi:CXCR4^CCR5«:fv^iJ:(7)'eiS^, &&v* 
(iH IV7^f^tlt^U i-)^f;WCXCR4^CCR5 K^-ei&v* 

^ic$^^*>o{±. h i vmmmmt%*)%2>mm&$>z>o ztzm®. h 
i vmmmM t ltm $ iiicxcR4«7>'^^ 

X b-e&&£ t^£*L/i#!l&&& (Nature Medicine, L 72 (1998)) o 
[0 0 2 5] 

x.tf. &£-ftfttt*UL 7VK-ffi)lll, **** I V»i^ 

OffcHHi&O'f V • tfhn (in vitro) tizit^O • fc?*K (in vivo) ifiplft^ 
[0 0 2 6] 

ins&g^ mm^nmi.m (gvhd) , 

jt&««Efi» (sirs) „ iffitu, mmm* t^mf bti&o 

[0 0 2 7] 
[0 0 2 8] 
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ftWtm&m (aids) . # yvrm, # y -9-4 f * >f ;v^^ 

o 

[0 0 2 9] 

% ;i-*>vz'm* ta,^a,, asm. *frfrtt5feini, xmnmrnm* 

[0 0 3 0] 
[0 0 3 1] 
[0 0 3 2] 
[0 0 3 3] 

tevteMiw*. (a) 

[0 0 3 4] 

Mb 1 0 ] 

X 2B_ X 1B 

R 1B -(Q B ym B -(CR 2B R 3B )„ B -T B -< N-Z B -R 6B (A) 

X 3B_ X 4B 

[0 0 3 5] 

"Ctf $ e ^ y v > £ tz it V v ^SNMfc***- * * ^ v££H*fl JBSJ (#K 
CCR1> CCR3) IfcfettJfeJR, £afe**s*u HIVi 

[0 0 3 6] 

&mtt2K^ -«5* (B) 
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[0 0 3 7] 
Hfcl 1] 

R 1A — (Q A )mA — T* -(CR^R 3A ) nA -V^JV A -X A -R** (B) 
[0 0 3 8] 

■c tf£*U> l , 4 -if'*'; y >5»flWllMliwJ6*K#ffl 

[0 0 3 9] 

#^m3 Kfi^ (C) 
[0 0 4 0] 
Hfcl 2] 




[0 0 4 1] 
[0 0 4 2] 

WifcfcWUKiw:, n- [4- (4-*;v*';~^) -2-^r^v;-;v] -1 
2-i^vi;r< v -—mm (casno. 59870-53-0) n, n— s^j-^-n 

• - [2- (1 -tfn'j y-;v) -4-3^v*';-;v] -1, 2-i3 f, /y'7 5 
V (CAS No. 59870-50-7) *5*tfN, N-V^^-N* - [2- (1-eny 

- 4 _^y*i; ^;v] - 1 , 2 >vT ^ > • ZliMWM. (CAS No. 

59870-51-8) jMflLJ&EBSftsffi * & £ h £ ttT v> & „ 

[0 0 4 3] 

«f!W5i:tt, N, N-v^^V-N' - [2- (4-7x^-1-^ 
-4-eu -1, 2 -xfl/'/^ 5 V (CAS No. 131039 

-38-8) *«WUg^O*»JfcL"C|Blft$*tTV^o 
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[0 0 4 4] 

«p«vJtlR6tctt, N- [ (3, 4-vbKn-2H-l-^>Vtf9>-2- 

<i)v) **f-*s\ -N' - [2--(i-^y^) -4-tf';^^;v] -1 

f 3-^n/<>y7§> • ->aL«>8fefi (CAS No. 169747-23-3) ^HWlRj&iff^ 
[0 0 4 5] 

«rw^ciR7jci±, m^e^fBm^tLT^"), *<&*fc7- [4- c [4, 

FU- 1 H-T-fe'bfV- 1 -**) -1, 3, 
>-2-^;V] 75/-2H-1, 2, 3 - h V 77-*- 2 — f^-3-7x 
£ ^;v-2H-l-^7fc?9>-2-*> (CAS No. 19695-38-6) ri*iBlfc£*LT 

[0 0 4 6] 

#I^S:m8lC{±, N— [4- (A^ttKD-lH-7-b*f>-l-^*) 
J-y [3, 2-d] Ify 5'^>-2->f/l/- 1, 4-7*>> ? 7^>' (CAS No.3 
1895-98-4) B^ $ *LT V > * „ 
[0 0 4 7] 

N- [ (3, Fn-2H-1— ^>7tT9>'-2->f;V) ^ 

_ N ' _ [ 2 - (i-e^i; v?-;V) -4-^'; *>>-*] -1, 3-7 
da« W7 ^ Vt^CAS No. 169747-22-2, 4 - J- h * v- 6 - (^^-9* l£ Fn - 
# lH-r*^>-l->f*) — N — [3- (4-^;v*V~;v) 7ntf;w] -l 
, 3 , 5-hV 7^>- 2 — 7 ^ >j&*CAS No. 295344-71-7, 4 - (^-^fc Fn 
_ i Yi-ynys-y- \ )V) -6-^^-*-N- [3- (4— =•*) 
^ n _ x> 3> 5-hi;rv>-2-T5 >rt ? CAS No. 332167-02-9, 4 

-^nn-6- Fn- l H)-7-£tf^- 1 ->f*) -N- [2- ( 

4 _;e;V^i; -l, 3, 5 — h V7'^V-2-7 5 ># ? CAS No. 3 
37484-66-9, 4- Fn - 1 H-7-lf 1 *) — 6-^h^v 

— N— [3- (4— t** 1 ;-*) 7nt?;v-l, 3, 5 - M 7 v^- 2 -7 
^ > 7& S CAS No. 384845-62-9 L Tfcl *LT V/> £ „ 
Wtf 1] HHS&M»2 0 0 1 1 4 3 3 3f^/7V7 h 
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mmcM2\ mm-&mm2 o o o 5 8 3 0 s^^yu? v 
imrxm. 3 ] mwt&m&m^ 6-192235 *mmm 

mtPrtM 4 1 3 9 5 6 4 9 5 -*9!ffl* 

mif&Ni 5 ] mm^m^mw- 3-14568 ^mmm 

[#^ifc6] g&2t|g$9 5 0 5 3 8 3^>7V7 b 
[4Mfcfcl«t7] bM y#BH 7 9 4 3 9 6#^*ffl# 
[#fP^8] B#2r1*rB85 1 -9 7 5 

c x c r 4 <Dftm zmm-tk z t , * <b f>n:^o^^«i^mi^?i»^ j: tr 

[0 0 4 8] 

mm<omm 
[l] nw (i) 

[0 0 4 9] 



H 

[0 0 5 0] 

. i~2m<DW&i&¥&zv/zit\±i®<offijRi&tttt^i>x-^ 4 ~ 1 



Mfcl 3] 
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LI* 

(1) JMfr&\ 

(2) C1~8T;V^V'>, C2~87;V)"^V>il<{iC2~87^-V 

(3) R3&cJ;oTtt&£*vC& iv^C3-8Rfi^U 
Qti 

(1) NR 1 R 2 

(*>K R l^<i:O f R2{i-?-tL-rta4^LT. 
0 (i) tKMC^ 

(ii) l~5f30R 1 0l3ioTSm$*vr^> £v*C 1-1 5 7^;K C2~ 
1 57H-;HL<liC2-l 5 7;^-;Hf:li 

(iii) 1~5^<0R3 K.fcoT^&StlT'b iv^C3~8^ff tfcli 

(iv) 1-5MOR 3 ^ioTft^^ttT^ iv^ 1 ~2j®<7)MSfJlH\ 1-2 
^ommm?-^ i tf/S tzit 1 «*>flBt* : f-*r##'*-* 5-15 ^0«3R5R*^ 
t>ir 0 ) Sfcli 

(2) 5*C (tCli^^< liHOMMS^Sr^TU §f>i:i~2lo!f 
JK^ 1 - 2 i^^fH^U J: fcfi 1 ^HOfiteiSfjK^*^ LT & X 4 - 
1 5*<&tt*3*fc*bU S|C{±l~5M^R 3 ^ioT@m$ttT^ iv^ 0 ) 

(1) c 1 ~ 1 5 t;i^;k c 2 ~ 1 5 r;v^.=.;v£ fctec 2 ~ 1 5 r;v^~;v 

fc£v> 0 ) % 

(2) **Vt?zte 

(3) R 1 Ofcffcfcu 

(1) ORl 1, 

(2) OCOR 1 2^ 
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(3) OCOOR 1 3 , 

(4) NR 14 R! 5 > 

(5) NRl 6COR1 2. 

(6) NR 1 6 CONR 1 4 R 1 5 > 

(7) NR 1 6 COOR 1 3^ 

(8) COOR 1 3^ 

(9) COR 1 2 

(1 0) CONR 1 4r 1 5 > 

(11) SO2R 1 2. 
9 (1 2) SOR 2 2 N 

(13) S0 2 NR24r25 > 

(14) NR 1 6 SO 2 R 1 2 > 
(1 5) B (OH) 2 > 

(16) SR 1 1. 
(1 7) ^ny>, 
(1 8 ) -fn, 
(1 9) v7; itzit 
(2 0) SftD 
(±JB<Z>^4u 

(i) TfcfUK^ 

(ii) ci-157;^;k c 2 - i 5 L < tiC 2 ~ 1 5 7;v^- 
a- (i?7;v^;K 7;v^-;k r^-Mii-sflo^nm^ nrI 4 

Rl 5 N OR2 1, SR2 1. COORl 3 % tzimDKX o-CSm$*LT& X 
v* 0 ) 2£i± 

(iii) SjlDSriEfcU 

Rl2, R 1 3, r 1 4 > r 1 5^^^ 1 6&^*L-e*L$i3:LT> 

(i) Tkmrn*, 

(ii) mD^J:oTttm$ttT^ £v>C 1-1 5 7M;K C2-1 5 7^- 
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(iii) SjIDSritfrU 

^Df±c3~i 5mm, ~m.i>^<^M^mwttziii-4:m<Dmmm^ 

^DliJ^To (1) ~ (2 2) ^hM^^ 1 ~ sm^mKX^XWM^fl'C 

i>£^ ; 

(1) Cl-157^;K C2~157^^Ht<(iC2~157;v^ 

(gCT;V^K 7^-;i/&J:tFr;v*-;Wil~5'[iO0R2 1. OCOR 2 
2. OCOOR23, NR24r25 n NR26COR22, NR2 6C0NR 
24r25, NR26COOR23, COOR23, COR22 n CONR24 
R2 5 N S0 2 R22, SOR22, SO2NR2 4 R 2 5, NR 2 6 S 0 2 R 
22 N B (OH) 2 - SR21, ^uyzsR^ ~ b nf fcJi^T/ KX otf 
I^iitU^o ) , 

(2) t^V, 

(3) OR21, 

(4) 0C0R2 2^ 

(5) OCOOR 2 3^ 

(6) NR2 4r2 5 % 

(7) NR2 6COR2 2 n 

(8) NR 2 6 CONR 2 4 r 2 5, 

(9) NR 2 6COOR 2 3, 
(1 0) COOR 2 3 N 

(1 1) COR22, 

(1 2) CONR 2 4 r 2 5, 

(13) S02R 22 > 

(14) SOR22, 

(1 5) S0 2 NR2 4r2 5, 
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(16) NR26s0 2 R 22 > 
(1.7) B (OH) 2 > 

(18) SR2 1 % 

(19) /M3y>HH\ 
(2 0) ^bn, 

(2 1) 'sTyttzl* 
(2 2) J£E 
(_tffiO»4\ R 2 1 {± 

(i) **JBK^, 

(ii) COR22 > N r2 4r2 5fc L < liSSE K£ oTg&StLT *> «fcV*C 1 
~1 5 7^^K C2~l 5 7^-JHKliC2~l 5 

(iii) S£E£^*>U 

R2 2 % r2 3 n r24 % r 2 5 £ il^R 2 6 fi^tL^tL^Jt tT. 

(i) TfcSfHTs 

(ii) SIEtCioTitm^tfCfe iv^C 1~1 5T;v^;K C2~l 5 
;v&L<iiC2~l 5 

(iii) SIEfc^bU 

„ l~2^(^m^iE^i3J;Z>Vt^(il^^^i : - : £r^-r^ 5-1 5l<Of 

(i) 7x^naotf^tLTUv>ci~i 5t;v^;k 

(ii) Anr>I^ 

(iii) 7.X.-/K 

(iv) C 1 - 1 5 T^n^rv, 

(v) 7jcm*> 

(vi) r^/^, 

(vii) (C1-8 7W) 73 

(viii) v (C1-87W) ^Sl'i^Ttt^^tLT^ J;v^ 0 ) 
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^$tt^^%t^{i^om#^^K 1 ^$tt^^*^^ti-^)CXCR4 

[2] HB5* (I -A) 
[0 0 5 1] 

Mbi4] 




[0 0 5 2] 

^ 1 ~2l@^m#^^J:^/^^til1S^^^^^ L " c ^ 4 ~ 
[0 0 5 3] 



Mbi 5] 




[0 0 5 4] 
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B A 2 » 

[0 0 5 5] 
[ItU 6] 




[0 0 5 6] 

R 4 (i 

(i) 7jtft^i\ 

(ii) 1 ~51@<9R 1 0 k ioTSm^tfC^ £v>C 1 ~ 1 5 TA^/K C2~ 

1 5T;v^-;v^> L< iiC 2~ l 5 r^*-^* fete 

(iii) l~5lOR3taotfI$tLTUv>C3~8Rff, 

(iv) l~5ffi?)R 3 fc: £o-CS&£*LT*> £v>. l~2i<0lfJS^ 1-2 

^omm^T-fe «t zF/ttztt i ^^im^^ri-a 5 - 1 5 M^mstst 

(v) COR 5 (^pK R5|iCl-157;V^K C2~l 5 7^^;K C2 

~ 1 5 T;v^^;vf tz&7 ^-^zmfr-fo ) tfcti 

(vi) CO OR 6 R6&C 1-1 5 7^^;K C 2 ~ 1 5 T)Vr=-)V^ 
C2~l 5 7;H-;vi^li7x-;v^iHo ) -kWo-f 0 ) 

Lit 

( 1 ) #|»<ft\ 

(2) Cl~87^I/>> C2~87H-l'>H<(iC2-8 7^V 
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(3) R3^J:o-cmm$ttr^ J:v^C3-8lfSI^U 

(1) NR 1 R 2 

Rl^i?>'R 2 (i-etLW^5:LT, 

(i) 

(ii) 1-51SOR 1 OKioTS&StLTfc £V*C 1~1 5T;V*;K C 2 ~ 
1 57^-iVR<tiC2~l 5 T^-^tfcli 

(iii) 1 -510OR 3 fcX^xm&ZttXb X^C 3~8RMt fcli 

(iv) l~5l@<7)R3lcJ;o-rSm$tLT^J;v^ l~2lOlfI^ 1~2 

^mstn^ * tf/s fcf± i ffloagms^sr'^r-r & 5 ~ i 5 lottt^i 

(2) fC (UtCI4^4r< fct liHOSjRJK^'Sr^U $^.i:i-2floa* 
1 5lOfi^^U 3^C{il~5^^R3^j:oT«m^tt-C^J:^ 0 ) 

(1) C1~15T^K C 2 ~ 1 5 T^-;^^(iC 2-15 r;v^-^ 

(g*y;v*;w t;i^-;k r>v*— /wi l ~ 51@<t>r i o \,zx o-cfi&£*vr 

(2) **Vttzit 

(3) R 1 O^^L. 

(1) OR 1 1> 

(2) OCOR 1 2 . 

(3) 0C00R 1 3, 

(4) NR 1 4 R 1 5 N 

(5) NR 1 6 COR 1 2 N 

(6) NR 1 6 CONR 14r15, 
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(7) NR 1 6 COOR 1 3 > 

(8) COOR 1 3^ 

(9) CORl 2 

(1 0) CONR 1 4 R 1 5 > 

(11) S0 2 R 12 > 

(1 2) SOR2 2^ 

(1 3) S0 2 NR2 4r25, 

(14) NR 1 6 S O 2 R 1 2 > 

(1 5) B (OH) 2 > 

(16) SR 1 

(1 7) ^n^VIC^ 

(18) ~ hn, 

(19) ->ry i/sii 

(2 0) SID 
Rllli 

(i) xmm.+s 

(ii) C1-157W, C2~157^;HL<(iC2~157;^- 

;v (^t;v^;k t;i-^~;k T;v^~;wi l ~ smv^vy^B^ nrI 4 

Rl5, OR21, SR21, C O O R 1 3 £ fzimD K X o XU&ZflX i> X 
v> 0 ) ttzit 

(iii) SIlDt^frU 

R 1 2 > R 13, r 1 4 > R 1 5^j;^R 1 6(i^tL-rtt^^fC> 

(i) ytaRJBt^ 

(ii) ^DlCj;oTtt&$*L-C&£v*C 1 ~ 1 57;V^ C2~l 57^- 
;vkL<fiC2~l 5 7^-;H^:li 

(iii) nvzmfru 

i ~~2mv>wmw^&£Tf/-£tz\± im^ma^**^-?* 5~ 1 5jt?>#3t 
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#0 2002-357446 ^- v : 

ftDttmTO (1) ~ (2 2) ^t,a^$tL*l~5fflO*HJ:oTfKft§*LT 

& ; 

(1) C1~157W> C 2 - 1 5 T^-A't L< liC 2 - 1 5"T^- 

(gtr^^r^ 7^-^iD ? 7^-;i/{il~5i(00R 2 ^ OCOR 2 
2, OCOOR23, NR 2 4 R 2 5, NR26cOR22, NR26CONR 
24r25, NR26cOOR23 > COOR23, COR 2 2 n CONR 2 4 
R25 N S0 2 R 22 , SOR 22 , S02NR24R25, NR26S02R 
2 2 >B (OH) 2 > SR2 1, ✓NnyvJK^ -hnt^iy7/i:ioTE 

(2) **V> 

(3) OR2 1, 

(4) OCOR 2 2^ 

(5) OCOOR 2 3, 

(6) NR24r25, 

(7) NR 2 6 COR 2 2 > 

(8) NR 2 6 CONR 2 4 R 25, 

(9) NR 2 6 COOR 2 3 N 
(1 0) COOR 2 3^ 

(1 1) COR2 2 % 

(1 2) CONR 2 4 r 2 5^ 

(13) S0 2 R 22 > 

(14) SOR 2 2 % 

(15) S02NR24R25, 

(16) NR2 6 S0 2 R 2 2 > 
(1 7) B (OH) 2 ^ 

(18) SR2 1 % 

(19) Aoyvi^ 
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37/ 



(2 0) - h 
(2 1) isTSttzte 
(2 2) 3|E 
UffiOS'K R 2 1 *i 

(i) TtafcJDK^ 

(ii) COR22 > NR2 4R2 5^<iifEt:iottt^^iiV^Cl 
~i 5T;v^;v> C2-i 5 r;v^-^& L < liC 2 ~ 1 5 7M-^J/di 

(iii) m.E*mt>L, 

r22, r23, r2 4 > r 2 5 £ j; tfR 2 6 (i^tt-rtL^ It, 

* (i) TkmW^ 

(ii) mEtCJ;o-Cttm$ttT^>«tv>Cl~l 5T^K C2~l 5T^- 

;l/R<iiC2~l 5 7;^-JVi/:ii 

(iii) tE^U 

(i) 7x^w:iotf^tLt^iv^c l~l 5T;v*;K 

(ii) s^uyyjg.^ 

• (iii) 7x-;K 

(iv) C 1 - 1 5 7iV3^v, 

(v) 7xm^. 

(vi) r^y*> 

(vii) ^ T5 7*f/i{± 

(viii) V (C1-8 7W) /^iCtoTfi^^tLT^ *v* 0 ) 

fA A (il~5i<^Rat:J;o Tft Z*LXi>£<, 3tB B 1 ~ 5 i@ O R b K 
ioTfi$tLTU<, R a^j:^Rb(i^-tL-r^S:t-rR 3 K^Stt&g 
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(1) N- [4- (4-^e;v*y~;v) - 2 -^vj -i, 2 -ji* > 

(2) N, N-v^^;v-N' - [2- U-^-^-i-e^j^-^) - 

(3) N— [ (3, 4-i>fc KO-2H- 1 -^'/Vt?5>-2— f >V) 
] -N' - [2- ( 1 -tf^'J - 4 - tT V 5 -1. 

(4) N— [ (3, 4-^Kn-2H-l-^V7^9>-2-'f^) 

] — n' - [2- ( i - t>*v -4 -try s -1, 3-7^/-? 

(5) N, N-vJ^V-N' - [2- (1 -tTny v~;V) -4-*f-Vy~ 
-l, 2 >v7? 

(6) N, N-v^^V-N' - [2- (l-tfny^~;v) 

[3] -«3$ (I-B) 
[0 0 5 7] 
Kfcl 7] 




H 



[0 0 5 8] 
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[0 0 5 9] 
[itl 8] 




[0 0 6 0] 

mztiC5~i o&mi>v<te~m&mn%tzi,*i~2m<Dmmm : i- 

(1) i|M&£\ 

(2) C1-87^V>> C2 ~8T^V>H<liC2~87^V 

(3) R 3 i:±ott^$tLt t iv^C 3 - 8Rf3|tt^ 

(1) NRlR2 

R l*5j:t>'R2{±^tLW^LT. 

(i) 7JcSt)fH\ 

(ii) 1-51SOR1 0^ioTem^ttT^J;v^Cl~l 5T^^K C2~ 
1 5 7;^-;V{)l<iiC2~l 5 T;V*~^£ 

(iiD i - 5m<oR ^ ^ a ^rmm^fix i> x^c 3 - 8 Rmnttzit 

(iv) l~5^0R 3 ^^o-cem$tLT^J:v^ l~2i®0^1ET-. 1~2 

*>i- 0 ) £fct± 
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^-v*. 40/ 



(1) C 2 ~ 1 5 T)\>Y~)\'t tzitC 2 ~ 1 5 T^-^ 

& £v> 0 ) . 

(2) **Vitzli 

(3) R 1 
R 1 0{± 

(1) OR 1 1, 

(2) OCOR 1 2, 

(3) OCOOR 1 3^ 

(4) NR 1 4 R 1 5^ 

(5) NR 1 6 COR 1 2^ 

(6) NR 1 6 CONR 14r15, 

(7) NR 1 6 COOR 1 3 N 

(8) COOR 1 3, 

(9) COR 1 2 

(1 0) CONR 1 4 r 1 5^ 

(1 1) SO2R 1 2 > 

(12) SOR22, 

(1 3) S O 2 NR 2 4 r 2 5 > 

(14) NRI6SO2R 12 , 
(1 5) B (OH) 2 > 

(16) SR 1 1, 

(17) ^ny>|^ 

(18) - h n. 
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(l 9) vry ttzte 

(2 0) SID 

(i) tK^Tn 

(ii) C1~157^;K C2-157;H^HL<!iC2~157^ 
Rl5, OR 21 , SR 21 lfcliCOORl 3 J: oTgmStLT & <£v* 0 ) 

(iii) .S!ID£Sc*>U 

Rl2, r13 > r14, r 1 5^j:t>*R 1 6 { i^tL-rtL^2lLT. 

(i) tJc^^n 

(ii) WDKX^xwm^firi>^c i~i 5t;v^;k C2~i 5t;i^~ 

(iii) ^tDfc^frU 

StD{*C3-l 5#m, -^^L<(iH^^mm^7t(il~4«<7)M^^ 
1 - 2 i^tfU^fc <t Xf/Z tzlt 1 IS^^^^^i"^ 5-15 m<D%-W 

WDimro (1) - (2 2) ^£>®iRS*l& l-5^S&c£o-Cfi&£*LT 

(1) C 1-1 5 7;^K C2-1 5 T)V>r~)V$> t < i*C 2 - 1 5 7^- 

(^t;v*;k 7;^-^iy f 7;v^^;v!ii~51ooR 2 ocor2 

2. OCOOR23, NR24 R 25 X NR26 C OR22 n nr26 C ONR 
24r25 n NR26cOOR23 > COOR23 % COR22, CONR24 
r25, S0 2 R 2 ^ SOR22 > S0 2 NR24r25, N r26s0 2 R 
22, B (OH) 2 > SR21, ^n^*>JBR^ r. b n £ £i*vT7 K <£ oTft 

(2) **v. 
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^-s?: 42/ 



3) OR2 1, 

4) OCOR 2 2 > 

5) OCOOR 2 3^ 

6) NR24r25 n 

7) NR26COR22, 

8) NR 2 6 q ON R 2 4 R 25, 

9) NR 2 6 COOR 2 3^ 
1 0) COOR 2 3^ 
11) COR 2 2^ 
1 2) CONR 2 4 R 25, 

13) S0 2 R 22 > 

14) SOR22, 

15) S O 2 NR 2 4 R 2 5 > 

16) NR26S02R22, 

1 7) B (OH) 2 ^ 

18) SR 2 1, 

1 9) ^ur>m=f, 

2 0) - hn, 

2 i) ->ry tfctt 

2 2) IE 

-hlGOg*. R 2 1 a 

i) ^mniTs 

ii) COR22 > NR 2 4 r 2 5 ^ l < fiSE i:i otf i^tit U v>C 1 
-1 5 7W, C2~l 5 T;V^^;V^> t< (iC 2 - 1 5 T)V*=.)Vt tz\± 

iii) SIE&^bU 

R22, r2 3 > r2 4 > r 2 5 £ J; T/R 2 6 \t^fl^ffUmL LT, 

i) 7X^ : f-> 

ii) 3&EK:£oTltSI$*LTfc £v>C 1-1 5T;K;K C 2 ~~ 1 5 

L< **c 2 ~ 1 5 T^-^Sfcte 
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^-v*: 43/ 



(iii) SRE&^bU 

^E(iC3~i 5%.m, rM&i>L<i±^m£.Rmwttzai~4m<ommm.=?- 
y i ~2m<ommw^&zv!/ttzi±i®<Dffinm : ?-*&m-tz> 5 ~ 1 5iof 

MEtel ~5TO 

(i) 7x^;i/iaoTfI$*itUv^C 1-15 r^^K 

(ii) Anyve, 

(iii) 7i^;K 

(iv) C 1 - 1 5 T;vn*v. 

(v) 7fcm*> 

(vi) T$;m, 

(vii) *y (ci-8rm) r^lf/di 

(viii) 9 (C 1 ~ 8 T)V*)V) 7 $ J otfi$*lt & <£v*o ) 
SAB{il~5i^R a &c£oTfi$l£*LT& «fc <U tB B lil ~ 5i<^)R b t: 

(1) N- [4- (^3M?-fc Ko- 1 H-T-*ftf>- 1 -^T;V) [3, 2 
-d] H°V ^^>--2-^f;v] -1, 4-^>^7^>-r^, 

(2) 7- [4- [ [4, Kn- 1 H-T-t?fc: 0 >- 1 -'OV 

) -l, 3, 5-b i ;r> ? >-2--r;v] 75/-2H-1, 2, 
2 3-7x-;v- 2 H- 1 >- 2 

(3) 4 _ > xb^~>-6- KD- 1 H-T^tfV- 1 -4 )V) -N- 
[3- (4-<=e;v*V~;v) ynb?;v] -l, 3, 5 - h 'J Tv>- 2 -T ^ > 

(4) 4- (A^rft Kn - 1 H-T€li'> - 1 -- f ;v) [ 
3- (4~ ! E>l'* , ;-/i') ynbT;!/] -1, 3, 5-h'J7v ? ^-2-75>' > 

(5) 4-*nn-6- KttFn-lH) -T-tf If >- 1 ->f ;v) -N- 
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[2- (A-^frfrV—fr) J-^-^V] -1, 3, 5- hVT^>-2-T5 

(6) 4- (^^^H Kn- 1 H-T4ft?^- 1 ^) — 6 h^rv-N- 

[3- (4-^e;v*i;-;v) ^n^-i, 3, 5-f'J7y>-2-7r/^ 

(7) N- [4- (^iJ-fc Kn- 1 H-T-fe*^- 1 ->f^) [3, 2 

-d] 1, 

[5] **Lfc4>SU6;fri£ 
[0 0 6 1] 

^m<0— ftgsg (I) ^Atc«toT^$tt^^< t *> HBOSHJIEJDK^ 
U $ £ 1 ~ 3 IH^MSIR^ 1 ~ 2 fflOSaOK^fc i *>V £ it it 1 1® 

tiu 4>&< £4> HHoat^jR^Sr-MfU $f.i:i-3i<^tt^ 1~21@ 

(ommmi-^ x v/t tza 1 mvmnm**^ u-c £ v> 4 ~ 1 5 *©jm*. 

[0 0 6 2] 

4?&< £i> lfloMHKTfc^tfU Sfcfcl-SflOSSHrTs 1-2TO 
1^ i3 i ^/i ^li 1 i^IM^Irtt 1 1 ^ «fcv*4~l 5M<^)#m> - 
mtfz&^mmmWTV-frtLXte, Mz-l*> l£n-/K -f^V'-;K > 

-;k #;w*v-;k /?-#;v#yy, 7x;f7^>, 7x;Wa 

[0 0 6 3] 

*-gr*u s^k 1 ~zm<omMw^ i~2ii<?> 
mmm*&&Tf/ttz\zim(nmnw.i'*^\^xi>£^A~-i 5 - 
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ff. 7 Wf ^ tTn y ecj >^ * $ryy ^ yyy f h y 
rvy >> b y 77v f ^ t h 7 w ^ fb7 vv f >\ *?? yy y, 

yjy'^ i/tKntfiJy^ x h 7t Kntfy fv, ^VTa ftKnt? 
9f>> f f7tKnf7^A I*'*? f>„ ffcKntfy^fy, f f7^K 

;<-i;Knkf'J^A Knr-lf fcfv. f >7t F^7•b*t , >^ 
-tKnr^A yt Kn^7"tf^>, x h 9 t Kn fT-tf t e >^ /t-KKn 
f7-tffc?y, f hytKntW-^ (*4rt7';^>) . f h7tFn^7 
*3r^y*-;v (^fyt+t7Uv ? >) > 7- >7t Knf77-A' (f77V^v 
) , rb7liKn^vf77-^ Uvf77'J^>) ^ v?tKn7 7rA r- 
f7tKu77f>, f ;tKntWr7-^ rf7tKnt^^77- 
;v (t^y77'J^/) . ytKDtWA r>?tKn*WA f 
tKDtW7^>> f >7tKnt%tyTy>^ ^bKntWli^ 
t- h9t KntWt'^ /-?-t Kn y x ft Kn^-9-f T**ft° 
y % tf7tFntWn*l: 0 >, ^-tKntW7-b*lf^ ft Knf 
TvTV*-;K x h 7t KnfTyT7-;> (f7^77V f y) . f t Knf 
7y>, f h^tKnfr^^ ft Knf 7f 7f V, f h9fcKnf7^7 
fy % ftKafm 0 ^ f b^tFnm'b^A Knf 7*^'/, 

ytFafTyT-lfli'^ -f h 9 t FnfT f7-t?t°y, /<-t KnfTf 7* 
t°y, ^;v^V>, ftWJ'A -Y>Ky>> 'fV'f>K i r/> vtFn^f 
y^y*-;K /t-KKn/fvr/-^ ytFn + ;'j>> rb7tFn^yv 
/^tFn^yrA ftKn^y^yyy, -f h 9 t Kn>f y y 

A'-tFn/fV^r/'JV, ftFD7?5^A f f>7HFn7?7V N A 

tFn7^7^ , A ytFnt7f 'Jf^A f f7tFnt7f Vf /\'-t 
Fnt7fVvA yUKn^r/^trA f h9KKn*y*tTA ^'-t 
Fn^ydr-9-yy, ftFnWJA fh7tFn^t7U'A /<?-tKn 
^fty*rA ftKnvyyyy, fh7fcFDy>7rA ^-tFnyyy 
iJA f t Fn^/7t+fy y. ft KD^>7f7f A ^9f/*^*y 
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[0 0 6 4] 

OBfcWBK 1 ?-* * tf/S 1 fflOffiJWf'&'S^r L"C & <£ 5 ~ 1 5 MO#SI> 
[0 0 6 5] 

Mttzit^m^Mmnrv-)vtLxi^ mm, tfn-;K 5 /7-;k b 
, J7 ,/- ;K tf77-;K t°77-;K tfjv^v. t°7^A try5i». e 
r-etf>* ^r-tftf^, **ir/->K ^fvtw-;K f-T7- 

;K /fyf77-^ 79fA t^ftyT7-JK rt^v^ *W7V 
yfij^A ^^Vv^ *y*"9-y>% ^t7'J A y^^TA 
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T*S>* 7x;W>, 7xt>f'Jy'>, 7xt>fn'J^ 
[0 0 6 6] 

4>&< t lfioits^^^tu $ h k i ~ 3 «oa*a(^ i~2i<?) 

HtJI^ ^ i ^/J 1 i<0«f If^^f Lt U 5 ~ 1 5*tf>JMfc — 

0H*.tf, en y en v 4 \ >\ -f 5 b u rvj v 

„ bur/'j^A fb7^/rA ff^yjy^ e77'j>, e^Wv^ 

z?>, ^tKne^yV, ytKne'J^V, f >9tKn^'J^>, 
;^KKoiJ'JW, ^tKnr^e> > f b 9 Kn T-tr e>\ ;<-tKn 
T-fe*e> % KnvT-tfe^, f F7tFny7€lf>, ^-tKnyTftf 

tKn^f7tW-;K fb7tKn>fytW-^ UvtWJ^ 
) , i;tKnf7 , /-;K ff7tKnf7V-;v (f7 x /V^>) s VKKn 
^f7f7V-;K f >7tKn^vf7V'-^ (>fVf77V^>) . ytFn 
79^f>> fh5bKn77f^ i?l:Knt^tv ? 77~;K rf7^Knt 

*-rv>>. ^tKntW7^A -r b 9t YuHr^ 9 J7 9 J>^ ^tKnt 
3MHfe>„ rf7^KntWli 4 v % Kn*3^-t£e>\ j;k Kn* 

W7*lf^ x b 7t Kn**-9->?7-tfe>\ A'-t Knt^rty7^kf> 
, y'HFnf7^77-;K t- b 9 Yuf-YVT (f7i?77'J^>) 
„ j ;tKnf7V'A t- b 7t FofT^'A Knf7^7^>, f F7t 
Knfr^T^A f l; Knf 7*1?^ ff9tKDf7^>, A-tFn 
f-T^e>, Knf7^7^tf> % f b?KKnf TWlf^ /t-fc K 

% ^li Kn^T Kn^T V//-^ ytFn^f/rA ff7 

tFn^7'J>, A-tFn^r/W, ytKD-f y^/TA rf7HFn^ 
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y*tFn^>/f7y*-^ ;t-kKD^>7fT , /-A', Kn^>7'f 
[0 0 6 7] 

**wwHftA (i -a) siaa^-^^s* 1 -*^^ fc *> i^sr 

Jil«OWK^&'£#LT't> iv*, 4-1 5 * (Dim 3 t± 1 m<o-nm& £ 

y >r ^ *vy >\ 5 *vy > y r/v b y rvy s> 

V, f>77V s A f >97'J^A tT9'/y>> tf9 s /ys»\ f b7tKn 

-t: Kn-77-lflf^ Knt*t7-^ fh7tKnt^t7-;w 

V^-^^yy^V) > y t Knf 77-^, f h7^Knf77-;v (fT7'J 
5») . -7i;Kn/f7f77-;K f f7t Kn^fvf 77»;v Uvf77'J 
v» . ytKD77rA 7h7tKn77rA -7liKntW77-^ 
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„ ffytKntW^ ynKnt^rt^T^>> f>5tKn*W7 
t Knf7^7V-;v (f7^7V'Jy>) > Knf r$?>, f hffcKn 

7v?7-tffcT>\ -^^v* 1 ; >\ ;<-tKn^/r/-^ ac-is 

7f'J^v, ^-HKn^^ftT/, ;^tFn^t7*rA ;i-tKny> 
yiJA ;^tKn^V7*t^tv*-^, ^-tKn^^/fT'/-^ /t-fc 
Kn^v ^ ^V— ;K t Kn# V- >v> 1 K n T * V v v & i:* 

[0 0 6 8] 

*H9I<3Hft5*; (I-B) *K SAB^±^ttt)$tL*^< 
t± 11@<^mJlC^&^£L"C i> 7-1 sM^Sfefnt fct* HH*>— 

ijy, 7fKf*v, rifh , ;7 r *>, r^v^T**^ ^-fc Kn^T^ 
V. HnSJTl/S'V, /N'-tKn^T'-A Kn vT^y^ S> 

Tif*>7**>, ^7f Kf*>, >>7**f H;^*^ >< 

n^fy/f>F-;K ;^tKn7^7y>, ^-fcKo-fvKV^A K 

/i-tKn7^'jrA fh5tKn7-lft? > A Kn7 
y-yy, ^ttKQ7 4 /-y, ^^^7^^ f>9KKnV7*Vf 
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*<-5? : 50/ 



„ ^-tKnT^'J^A ;^EK07xtrA ;<-tFn7x/f7^ , A 
[0 0 6 9] 

fc*3±IBOHfca; (I -A) <f<7> A H»5*; (I-B) i^OAb^^^"^^ 

ttitttli, 0Hx.tf, rW^n [3. 2. 2] /tA Tffy^n [ 

3. 3. 2] T^Vfv^n [2. 2. 2] T^tTv^n [3 
. 3. 3] 7>f*>, T*9*^'>^n [4. 3. 3] Ft** >\ Tflfv^n [ 

4. 4. 3] h'JfJ&V, T^tTv^a [4. 4. 4] "f h 7f* >££?5& S W 

[0 0 7 0] 

(I-B) 4". StB B f*> fZfcl^LTtiv^'H^V 
SRSfcttl, 3, 5-hV7r/«-C**o 
[0 0 7 1] 

TWU ^x.tf> i/^n^^-rv, ->^n^^r-b>, Wu^-fTS* v*n*? 
> v^n^7"^ v^> / ^ s s9u*9 fyx-*^ ^'/^V'A 7XV> 

[0 0 7 2] 
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[0 0 7 3] 

i~2 ^omsutk 1 mowmuis i t>v £ fct* 1 m^mfiB^*^ t 

, 7 7fA t^t^7V-K t^ft^A t^vryV, tWt?A 

TVT^y, ^>k-;k 'fv^fvK-K r/pjr/, ^av'77A >f 

y^^/7 9A ^'/W7xA ^f7^AVft7xA ^f7t7^VV 
% ^/VA >fV^TA ^V^A 7"rA 7*95». 

T-fij^A t7f'JVA ^/^r-9-';>> ^rt'/r/, v^rA 

[0 0 7 4] 

i - 2 iB^SHWK i float**** * tf/t fc** i l 

-c & i v^fii /:iirs^;lM7 y -/i/o— «w*i&*a $ tifr i> o t *i. Mil? 

enrA /f ^ ^y* 1 ; A lf7y*VA ytKn^yv, f f9KKn^y 
5?tKne9^'A f hy^KnfyvA ^bKn^V^/A rh7 
tKntf'J^^A Fnn°'J A f h 7 1 Kn n s 'j ^y A -7liKnr 
t- b^fc Knr^A KnvT-trfcfv. *r h 9 Kn~7T-tf tT > 
N -7fcKn7?>> yuKnevV. yeKnm^A t h 9 Knt** 
ytKnft7xA i?tKnfttf7A ^HKnfxt?A rb7li 
Kafxt'A ytKnt^t/-^ y^Fovf vt^tV-^K '7fc Knf 
7 V-;v> Kn^f yf7/-^ '7tK077fA ^tKat^tv7V 
-;K -7i:KntWA ^KntWTfA ^Fnt^WA 
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52/ 



[0 0 7 5] 

>\ 7'nei/>, ^Vf-W, ^yl/A 

• [0 0 7 6] 

^^■K LCiot^$WC2-87JV7--V>'i:li> J-^-W, 7"n 

0^^.(0^)% i ~2 m<OH fc^fc^bl - .. ^.-r>. 
[0 0 7 7] 
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53/ 



cvy^ T^—vs^ iy^-~\sy^ ✓Mf->~v>\ A^f-i/v, ^^-v 

^ Z tz \±*<nm@Efoii*mfh ft* o 
[0 0 7 8] 

^W*. L> Rl, R2 £J;tfR4K£oT^fc£*U>C 3~8R^fci± 
„ C 3 ~ 8f t/:-mii^i^ t, ^iJx.i^ Zs?u7us* 

>\ vtu-fty, v^n^>*>> v*n^3MJ-}\ ->^n^7 p ^> / > 
*??y^ -> ^ n > t- > , v-^o^v4r-fe>> n^N^-r^. v^n^-^-f^ 

v^n^>*v^>> ->^n^^v>.x>^ y^nAy^^x^ v^n^ 
***x.;/, ^>^f>. fy^n [2. 2. 1] ^ ifv^n [2. 2. 2 

[0 0 7 9] 

y?-)V^ ^*~>;w ^^■jv > jr?*-^ fy^K ^Vr^WK Kfy 

[0 0 8 0] . 

^W*. C2~l ST^-zi'kttx ^x-^> T'n^-iK ^-r-;v> ^ 
[0 0 8 1] 

#319! *K C2~l 5 7;v^tli, ^->>K •/afcT-ZK ^ 

nmkfc* mi?-?* 

[0 0 8 2] 

1 ~ 2 «Oft*HC^ 1 ~ 2 HO^StfC^ «fc Tf/-£1Z\t 1 fl^flMltJK^ 



WliE# 2003-3105442 



#M 2002-357446 



^-v : 54/ 



h k i ~ 2 iscoMsmr^ i~2 i^it^^ i tr/* tz it i n^mi^S: 

LT *> £ v> 5 ~ 1 5 M OMmmr V-frttztefrV-nZ tz It&UiPffiQ L 
tzi><D*i&t>-fo 
[0 0 8 3] 

mmw^&£xf/ztzi$im<Dmmm z f*^Lxi> £v*4~ i 5Momm*r 

*3^v^ tHyT'^A **-9"*£fc: 0 >\ jfr^MJ-^T-tftf^ ^7 

;k ^fyr/K-;K -rvKVv^v. >fvr/^, ^fv^yrA 
^/'JTa y;>\ 7^w, 7t'J'7a t--7^u^>. ^y^Mj-u^ 

^>7f 7^'7-lfl;>> ^>V7€ tf>> ^>7y7-b*H tN A ^VV'^^^f^. 
^ ^ Vf- T y*77- ;K ^y7f'J7 V- ;K # ;w*V- ;k /? - # 
T^V^ 7j^v>, ^rt>fA 7x7f7yA 7x/^rt^A 7i 

o 

[0 0 8 4] 

m^nc^ i t;/^;ii i mvmnm^it&m lx & £ v> 4 ~ 1 5M<^mmwr 

V-)V<7)-~m>Zfztei£U-t) t f&mLtzi><Dt r-fe'fv'A eny 

t'nv^A -Y S^VU^ -f^^V 1 ;^^, h'J77'J>'> h'J77'J^ 
>^ 7" b77 1 J >\ 7- f7 7'j e^V'J >\ fc?7W Knev 
fh7tKDH°'jyA e^i;>^ '7tKnb'7'7A f b^tFnif 
V^yy^ y^Knf'Jv/A fh7tKnk'V^yA /t-fcK 
ne'J^y'A y'n Kntf r V 9 Kn b? V *TV ;<-tKnif; 



ffi«E# 2003-3105442 



#02002-357446 



55/ 



rv r-/K f b7tKnf7/-;v (f7^f» ^ ykKn^;f7^v 
„ Kn>f yf77-;v (^fyf77'Jy>) , Kn7?f >\ 

Kn*W7^V, fl>5tKnWW>, 5> Kntf^MMf fc?>\ y- 

yrV-JK fhftKnf 7^77^1/ (f7y*77'J^v) , VtW7 
v>\ f h7tKnf7yy> Knf 7'77^A th7t Knf-7^7^ 
y t Fnf 7^ft' , A f f7tKnm*^A Knf 7€f>, 5> 

t KDf-Tv^T-lf^V, Th5iiKnf7m*^A /i-KKDf 7me 

y^/ijv, Kn^f y v> ^Kn7^f^A f>7^Kn7? 

9*;^ ;N'-tKn7^7^A i?tKDt7fVrA Tl<7tKat7f'J 

^-tKaJf-tyrA ^Koy>;rA fV^KKnWJ'A 

^>7f7^A lf7yV^ 1 J s A y'n KO^>7t^ft7-;K >»<-t K 
n^>7t^t7-JK Kn^>7f 77-;K Ka^> 7f7 7- 

;K Kn-^vvM 5 ^7-;K Kn^>vM ^ ^7-^ Ka^ 

>77-b*Vfy, rh7t KD^'/77«e^'A Kn^v7^7*^ r h 
7tKn^>7y7-lftfA /^/yt^f^^A Ka^W**^ 



tBIE# 2003-3105442 



#0 2002-357446 



: 56/ 



V- ;K t: k n # WS— ;k y^KDT^'Jv^ -r h 9 1 K n T * V 
[0 0 8 5] 

~2l@ommJ!E : f-*3«J:r>Vt^{il^^^^^^-r^ 5~ 1 5M<7)#^ 

ush l < i±=m£,wmwti±, i-Am^mmm.^ i-2m<ommm^x 
^ atnc^ i-2m<DMmm*&£v*/tfzteim<Dmmm^*^ir2>5~i 5 
y^>\ ey*"w„ r^ftf^, vr-tft?>\ -7 9>> a^-te^, 

• 7Ta 7* 7"f'jy>> i-y*-*)i?>* V 1 ; 

y>yjA ^vv^^v^k ^v7f77-;K ^yy^r/-^, * 
^W^-fefc'V, ^>y**3r-9-*ffcf>\ ^V7**t5?7* tfv, ^ 

>WY*e tf>> ^VV*7 5f A ^>Vf7y77-^ ^>7h'J77-;V 
„ #;W*V-;K p T9V5?>> 7xt^A ^>779A 
Jff^f A ^yW7xA 7x>f7'7A 7x/ + 

■9"^^ f7^UA *7if->- H; 7xt>>D'JA 

[0 0 8 6] 

tbiEf& 2003-3105442 



#M 2002-357446 



^-v*. 57/ 



i ~ 4 ioitif, i~2 mvmmw^te xv/ttztti ftnmntm&tt 
5~i5 fk<D%.m, ~%u> l < \$=m^mwr «; -)v<d-u* tzit&u 

v'ijy>, hyr/y>. h'jryiy^ y-h^v* 1 ;^ f^vjyv, t° 

f >5tKot?V5^A ^-tKne^^A ^KD^jm, f- 

;v Uvin , /'J^>) , y t KDf r- h9H Knf7V-;v 

7>/ijyy) , ^tKn^yf7V-;K x h 9 Kn>f vfTV-^ Uvf 

fl<7tKntW7^v (tn^ryjy>) > vtKnt^r 

3MH*tf>. Kn**1J-Vr-fc£>* t- b7t Kn:fr*^>?y«ifli e >. 

t Kn^^-9-^T^ft:>. yt Knf7^7V-;K 7ff HKnfTfT/- 

;v (fTyrv'VyV) . ytKofT'M f h5tKnf7^^ ^^Kn 

^^/-/k y*tFn^;TA rh7tFn^;TA /^tFn^VA 
yUFn^fy^yjA tF7tFn^y^;'J A ^-KFn^V^'JA 
^FD7^7^ f F7liFn7^7^A ;^-tFn7^v f A K 
nt7f'J^^ t- F7t Faf7f;^A A-t Knt7f 'J^A 3>fc K 



tiilE# 2003-3105442 



%?m 2002-357446 



^-v^I 58/ 



yutWIr^ysy ^tKn^W^A if^^/^^VV, 
*;t Kn^v V* V*- >K ^-tFo^v V- ;K ^tKnW 

k K n # w V- >K f>7tKn* ;w* V— ^-tKo* ft"* V- ;K v 

[0 0 8 7] 

#3&9!*K it)lEi:J:otiij$iiSC 3 ~ 1 5&*8tfcii, C3~ 

o 0I)x.tf, y^Dyo^A y^nyr/, v^n^>^>, v^n^-^v. 
y^nA/r/^ v^n^-^^>, v^n/^>. y?Df*y> v^n^>"7* 
y^DKf*A y^n>n'f*>, y^07>7f*A v*n^> 
?7*#>> y^n^vf s^n^-tv, v^n^^-r^ ~>^n:fr?x> 
• , v?n^>?y^c>\ y^nAH^xA y^OA^^xy, 

□ 7X1/A r/fA A-tKnryfA t7^VA vfc Ku 

^:7?V->, fh7tKnt7^UA /^HKDt7^VA ^7°*V>\ ^ 

t7f k>, 7-bt7f *7;V^V>> 7xtl^A 7xtyH'A T^h 
*tfn [4.4] /7-A [4.5] r*>, [5.5] * 

yrijy, tr~>*n [2. 2. l] ^-/^v. fcfv^n [2. 2. l] ^-f9- 
2-^>. ifv^n [3. 1. 1] ^-7?y, Visjru [3. 1. 1] ^7**- 
2-^>\ kT~>*n [2. 2. 2] tfv^n [2. 2. 2] 



ffiliE# 2003-3105442 
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59/ 



[0 0 8 8] 

7>n*°*v. yh^rv. ^v^-;i/^^v. A^i/^t^y, ^rf'f-^^y 
[0 0 8 9] 

O 

[0 0 9 0] 

tf, ^W5A ^xf;>7^, y/nW^A ^ 
/^>f-;VT^y> -^yjV7 5A v^T^VT^ >\ x. 

[0 0 9 1] 
[0 0 9 2] 

*&m+> CXCR4WS»#JJCt±, 7^-X b 

[0 0 9 3] 

CXCR4MtP^Jfc tTIi, ifcliCXCR40'J«' 
>K (fllx-tf. SDF-K gpl2 0&h*) tKliHI VtlSiLtCXC 



ttiSE#2 003-3105442 



mm 2002-357446 



[0 0 9 4] 

) „ ^7h^77»uw raster . ^mit^m, m 

[0 0 9 5] 
[0 0 9 6] 

mi 9] 

[0 0 9 7] 

[0 0 9 8] 
Ht2 0] 

[0 0 9 9] 

[0 10 0] 
\it2 1] 

[0 10 1] 

[0 10 2] 



ffi|E# 2003-3105 
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^-v: 61/ 



lit 2 2] 
[0 10 3] 
[0 10 4] 
[0 10 5] 
[0 10 6] 

stcohil 7v;n& ^x>«i> 

4 >f)V?uym&. y)W>m&%£) *f 

if btl&o 

[0 10 7] 
[0 10 8] 

o 

[0 10 9] 

tUSE# 2003-3105442 



#M 2002-357446 



H8* (I) ~e7fiZti2>*%Wft&W<7>*)*>, WAtLXit, 'J?%<£i>im 

*• JM*Wfctt*ni;^ ^^ tKD 

y> ^-tKDT^f^ ^-tKnr^'A ;i-KKn77^'A /<-fcK 
nr^/'A [3. 2. 2] / ilfl -T**** o [ 

2. 2. 2] *^>#»4U,tift«Utt, ^'jy^i^tF 

[0 110] 

tiTU^Cl~4mK ORl 1> 0C0R12, NR14R15, N R 
16COR12, NR16 C ONR14r15, COOR13, COR12, C 
0N r14r1 5^JlW8|D-C**o **>#*L<»^ 7^ 
- ;1/> T-fe^K ^V^/U******-*, fcKn*?A ^h*~> 

[0 111] 

i~31i^a^T-*^i-^mmm-c^^»o 

[0 112] 
[0 113] 



ffliE# 2003-31054 
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^-i? : 63/ 



[0 114] 

[0 115] 
Kfc2 3] 



[0 116] 
[0 117] 

#H93*> R b £ LTfivvf*L&$f£ tv^^ i^ll<(^ fDCiot 
ttSI$tLT^<i:v^C 1-4 7^, OR 11 , OCOR 12 , NRl 4 R 15 
, NR16COR12, NR16CONR14R15, COOR 1 3, COR 1 
2. CONRl4 R l 5&£ZmV?&2>o £*)£?£L<ii. Cl-4m;V 

„ 7x-iK -^i^K 7-fe?-/K ^>^;v^-^r->*;v>K— ;k tKn^y, 

[0 118] 

(I -A) x^^hit^m<oo^>, fA A tuim< 
^ i mommwtt^ u £ k i ~ 3 ^amnc^ 1-2 mommw^ 

mmm^&zvt/zfzizim^mmj-z^Lxii 5-1 oM^ifrfn* 

[0 119] 




aj|iE# 2003-3105442 



#0 2002-357446 



/^-v: 64/ 



(I -A) T^StL&jb^^^ tB A at(ifB A 

[0 12 01 



Mb 2 4] 




[0 12 1] 
[0 12 2] 

*Sfcl»*K — #bS; (I-B) *ABfcfCtt^*< 

|^fl(^j:tf/tfclil«^«SJI«^*^t-C«>J:v^ 7-1 OMoS&fD* 
[0 12 3] 

#3193*. HBSS (I-B) l?fx$Wfl:^lOH, SBB^ttl^fti 

LTfft t < C 5 ~ 7 #||&&&X9|t* fctt 5 - 7 
[0 12 4] 

2M&9§*> Lfcbr»i^rtL<>«f* tv^o J:0»*t<«^tt^ C1-6T 
[0 12 5] 

ffiiE# 2003-3105442 
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^-v: 65/ 



[0 12 6] 

TMtHC^ R 1 0 Hi 9tl!fc$*ifcC 1-12 T/l/*^ C2-12W^ 
;K ^DHio-Cgm^tL/cC 1-12 T/M^fcitfC 2-12 T)V>r~)W 

[0 12 7] 

ij^'a ^^e^-* 1 ; /n'-h Knr-tft^ 

[0 12 8] 

SID tr$f 4 L < it, C3-1 0^mm*3i^5~l 5MOlf 
[0 12 9] 

R3tlt»tL<l^ C1-107W, C2~107;H- 
;K C2-10 7K^K Rl0l:ictfH$*LfcCl-107^V, C 
OOR12, ORll, NR14r15 n C0Rl 2 > CONR14r15^ 

[0 13 0] 

RHORI OtU^iK^ COOR12, ORH> NR 
14r15, COR 1 2 > CONR14r15, ^ET*ab^> 0 
[0 13 1] 

R4hLT{±v>-ftL^$ft tv^ 0 J:i)»4L<tt^c3RiK^ C1- 

8t;v3t;k 7jc-;v. cor 5, cooR6-e&£ 0 

[0 13 2] 



tBSE# 2003-3105442 



!$m 2002-357446 



— ttA (I) . (I-A) ^J:^ (I-B) i*7FZ*i&fo&QiK07*>. »tL 
v^ft^LT^ (IA-1) 
[0 13 3] 
Mfc2 5] 




H 

[0 13 4] 



(5**, i-^rofB-f-ttt(HBtRii:*i*«r**>-ro ) > -Ms* (IA-2) 

[0 13 5] 
Mb 2 6] 




[0 13 6] 



(5£*> 1"-<TOfB-^f±|ffIB^IWIC^l*^^i"o ) > (IA-3) 
[0 13 7] 
Mb 2 7] 




H 

[0 13 8] 

(5£*> 1"-<-COfS-^{»fBi:|WIC^im?r^5b-ro ) > (IA-4) 



ffilE# 2003-3105 
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^-vl 67/ 



[0 13 9] 
[ft 2 8] 



0 




(IA-4) 



H 

[0 14 0] 

os;*, i-^x<Dm^immtmzw%*%ifrir<> ) . (ia-5) 

[0 14 1] 
[ft2 9] 



[0 14 2] 

i-^roiB#HtttiBknc**t*tei-« ) > (ia-6) 

[0 14 3] 



[0 14 4] 

(a**, i-^T«>flB-^»±«rlBfcraC*i*S:^"fo ) . (I A- 7) 

[0 14 5] 




[ft 3 0] 




ttflEft 2003-3105442 
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^-v ! 68/ 



[ft 3 1] 




H 

[0 14 6] 



(55*. ^r<ore^i;^K£H£***£fc**"° ) > — (I A- 8) 

[0 14 7] 




H 

[0 14 8] 

•r^roiB#tt«rfBi:Ri:*i**^*> , to ) > — Afc* (IB) 
[0 14 9] 
[<fc3 3] 

# 0 

H i L < IB) 
H 

[0 15 0] 



ffiSE#2 003-3105442 
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69/ 




-N- 

II i L (,C) 
H 

[0 15 1] 

fL%> o 

[0 15 2] 
[0 15 3] 
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[0 15 4] 



WBL 2002-357446 



: 71/ 




[0 15 5] 



JiJfiE#2 003-3105442 
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^-v: 72/ 




[0 15 6] 



ffiIE# 2003-3105442 



mm 2002-357446 



s<~-zS: 73/ 




(IA-Sa-4) 



H 



No. R 



1 — CH 3 




8 — H 



[0 15 7] 



mSE# 2003-3105442 
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^-v: 74/ 






[0 15 8] 



ffiiE# 2003-3105442 
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-^-v?: 75/ 



[*6l 




8 — H 



[0 15 9] 



ffi!E# 2003-3105442 
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^-v ! 76/ 




i 

CH 3 

Ph 




8 — H 



[0 16 0] 



fflgE# 2003-3105442 
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^-v* : 77/ 




[0 16 1] 



£BfiE# 2003-3105442 



2002-357446 



^-v: 78/ 




mum 2003-3105442 



#M 2002-357446 



^-v: 79/ 



mi 0] 




(IA-6a-3) 



No. R 



1 — CH 3 




8 — H 



[0 16 3] 
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^-y: 80/ 




[0 16 41 



miE#2 003-3105442 



#M 2002-357446 



^-v'. 81/ 




8 — H 



[0 16 5] 



ffi|iE# 2003-3105442 



#0 2002-357446 



/^->>: 82/ 




8 — H 



[0 16 6] 



ta|E# 2003-3105442 



#M 2002-357446 



83/ 




[0 16 7] 



ffiiE# 2003-3105442 



mU2 002-357446 



1^1 5] 

^1 5 




(IA-8C-1) 



No. R 



1 — CH 3 




8 — H 



[0 16 8] 



mm. 2002-357446 



^-S?: 85/ 





CH 3 

Ph 




8 — H 



[0 16 9] 



mgE#2 0 0 3 



-3105442 



#M 2002-357446 



^-i?: 86/ 



mi 7] 




8 — H 



[0 17 0] 



ffiiE^ 2003-3105442 



mm2 002-357446 



si-iS : 87/ 



mi 8] 



#18 




I 

CH 3 

Ph 




8 — H 



[0 17 1] 



ttiiE# 2003-3105442 
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88/ 




[0 17 2] 



HiiE# 2003-3105442 



mW. 2002-357446 



^-v : 89/ 



«2 0] 



^2 O 




8 — H 



[0 17 3] 
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: 90/ 





ffifjEJjf 2003-3105442 



#M 2002-357446 



^-v?: 91/ 



»2 2] 

^2_2 




8 — H 



[0 17 5] 



tfJ8E# 2003-3105442 
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v*-v : 92/ 





ch 3 

Ph 




8 — H 



[0 17 6] 



ffifE# 2 0 0 3 



-3105442 



t&W 2002-357446 



^-v : 93/ 




[0 17 7] 



H1SE# 2003-3105442 



!$m 2002-357446 



: 94/ 



[*2 5] 



j25 




(IA-8a-4) 



H 



No. R 



1 — CH 3 




CH 3 

Ph 




8 — H 



[0 17 8] 
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^-v*. 95/ 




ffiSE^ 2003-3105442 



2002-357446 



^-v: 96/ 



I* 2 7] 




(IA-8a-6) 



No. R 




[0 18 0] 



ffifiE# 2003-3105442 



#JM 2002-357446 



^-i? : 97/ 




BitiE# 2003-3105442 



2002-357446 



[1] Hft:* (I) "T*a«3*L;Mfr6*tt. (I I A) 

[0 18 2] 
[ft 3 4] 



[0 18 3] 

Hmt&to-to ) -C^^ttSft^fcHK^: (III) 
[0 18 4] 



[0 18 5] 

-jBsS: (iib) 

[0 18 6] 
[ft 3 6] 



" — ^"N" Q 
H 

[0 18 7] 






ffi|E# 2003-31054 
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(IV) 

[0 18 8] 
[ft 3 7] 




H 



[0 18 9] 
[0 19 0] 

-As* (i i a) -e^^tt^ft^t-^ (iii) T^tLfctt^os. 
j&fcfctffcHttS; (i ib) T?^$*L*ft^!»t-«ssS: (iv) -c^st^tt-B- 
«oKiS». JSLTO (A) *fett (B) 

o 

(A) Hft5Jfc (I I A) ^3*L*ft*rf&fc-HW (III) "C^StL^t^ 

oRS^f.r^i:-^ (I ib) -c&ztL&it&mt— «S; (iv) -e^stta 

ft#*<0Rl6tt, IW (N, N-^f^AT5 h\ N, N-**** 

'(B) — *bS (i i a) ^stiMfc^fcH&a; (iii) -eTFZti&lk&m 
(DKB%bmz-m&. (i ib) •c^**L*ft-Mfcfc— (iv) x-TFZtiz 

y*Afc£) J3£?m&^- (M) (t-^;v) **>M>> v?->^n^~>;v 

( 2 -Vf7i-;V) *X7^>> 2, 2' -If* (y7x^X7>f/) -1 
r _et7f;V (BINAP) ^fiTT% ^ (Wfll^y^A, jK 

Splt, ot~2 o oroiag-efirfcd £t# ? T?§£o 
[2] -tfbS; (I) ^SftSft-frfcK)^ 4>£< tt-ooiftlfcli2» 

fcUIEijf 2003-31054 



#0 2002-357446 



^-v: 100/ 



[0 19 1] 

Hfc 3 8] 




[0 19 2] 

H-o^-«f;lirW7^imt^ ) •CTP^tLSflS^tt, -ft 

-ft* (i-x) 

[0 19 3] 



H 

[0 19 4] 
[0 19 5] 



Mb 3 9] 
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[0 19 6] 

^^&*U;?J}#&;:|&^£*L&v* 0 tfflxJf, T. W. Greened, Protective Groups in 
Organic Synthesis, Third Edition, Wiley-Interscience, New York, 19991c 

[0 19 7] 

(1) T/Uj&VflnatfMPk 

(2) «tt*fl 1 T»c*»t&K«KRJt&. 

(3) in*£^fc 

(4) ^IM^ffiv^M^ 

(i) TfriJVWk^K&zmmmB («*.«r* h'n^nywi 

7;v# 'J ^JROTKm^bW (TKBMfc-*- V ^ TfcBMb* U a, **fby f- 

*fctt*Ht« (Mt>'JfA, jft«*yfA4fa **v^i^-OTft»«[ 
& L< (ictt^<^rl^*fflv>T, o~4 oroiajK-cfx^fetL&o 

[0 19 8] 

x.f^ (^nn^v, ^nn*w, y***>\ gfegfcc^/K T 

£0 pk o~ l o oroi&arc^&frtt&o 

[0 19 9] 

(3) 2n**5MJFtcj:«BMRfl^ "OS^u*, t^**-*** 



ffifE# 2003-31054 



#0 2002-357446 



s<-V : 102/ 



ft if) > (T-trh>\ > -HJ^ (T-t h 

, T ^ Km (V* ****** T 3 KftW , tK. I»**->K B£ 

^AI, *ffly<9^A, mtt&ft> «>#«et, 
[0 2 0 0] 

(4) ft**fc*fl§v**IM*«KlStt* (^ nD;!rA 

(fh5^b'J7x-m7r^5^A (0) tfflV* 
T> 0 ~4 0V<D^^^t>fl^ o 
[0 2 0 1] 

_hfa£W-4>> 0flxJ*\ T. W. Greene, Protective Groups in Organic 
Synthesis, Wiley, New York, 1999fcfB***tfc:frftfc J: oT, »«KR*&* 

[0 2 0 2] 

[3] -fl&s (i) ■c^$*t*^ft«rtt. • 

o 

[0 2 0 3] 

fflSE# 2003-3105442 
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^->»: 103/ 



& c: t IC «£ o T & fc> *L o 

[4] (i) •c^sftMfrfrWtt. mm%fctixitm-%^z. { ptL2> 

Z.tTli$>2>-t)\ 7V-<Oim&. *iV'f^v^S> 7^il/;l^^^f 

±m<D [i] ~ [3] ©rjesksisi*^ Tkm*. *^#*-> 

[0 2 0 4] 
[0 2 0 5] 

MOM) 1 (EE) ^ h^vjnh^vp?^;v (MEM 
) &. 2-r b7t Knif7^ (THP) ^> h'J^WJA' (TMS) * 
> >ijxf;i/yij;i/ (TES) t -rf^fri? * f-^W )V (T B DM S) ^ 
, t-yW7x-^>y;v (TBDPS) T-fe^-;v (Ac) tf/*n 

(Bn) h^ry^V^VS^ T'J^ 

*^t->*;vjK-;v (Alloc) i, 2, 2, 2-fV^nnxh^y*;i/^ 
;v (Tr o c) gft^^lf "btL^o 
[0 2 0 6] 

^h^r^^^;V (MOM) 2-7h7tKDt:'7-JV (THP) y'7x 

r-fef-A' (Ac) *fctf*q£*J hfiZ>o 
[0 2 0 7] 

[0 2 0 8] 

x.(f. T. W. Greene, Protective Groups in Organic Synthesis, Wiley, New Y 

ork, mmmmz*itzi><7)&m^bti2>o 



mSE# 2003-3105442 
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[0 2 0 9] 

(1) T;V# VflDTkfrfil. 

(2) mi4^#TK^t&)lft#^^ 

(3) wmfrffi^&^^fc^ 

(4) &mH#£ffl v ^J&4£«RJ&. 

(5) ^m^ffl^/im^R^ 

[0 2 10] 

(i) ~ (4) o^ifett, ■8HBo^sfe^fl£o-cefft^ifc* t, c**o (5) ~ 
(e) o^ft«±. aT^-r**^^^*^^^* 1 ^** 0 

[0 2 11] 

(5) «*fflv>fcIMSWKlS»±, «^.«. OK* pH4.2~7.2tf) 

[0 2 12] 

fflv^T. o~4 0 < CoiaE"Cfx*t>^*o 
[0 2 13] 

[0 2 14] 

*»Hfc*v>T, RttiUfflv^WHR^ (I I A) ^ilf (I IB) t? 
[0 2 15] 



ttiiE# 2003-31054 
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Kfc4 01 




H 



[0 2 16] 

*-<Olfe. *»Wtffl^f>*Li, (III) , (IV) isXZf (X) 

o 

[0 2 17] 

— W&t (i -a) fcitf (i-b) ^stiMb-^fc. HKsS; (i) 

[0 2 18] 

o 

[0 2 19] 

7A^n^>iT9"7>f-f fcttEfcBK W3fft£ J: 0 * £ 



fflfiE# 2003-31054 
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^-v: 106/ 



[0 2 2 0] 
[0 2 2 1] 

3fc& Lfc £ 9 H I V#C D 4 IW9^BSLt«>3»f£-C* £CXCR4&Sv* 

(iccR 5 c: tzmm-f&tt&wvx yz-r&tztbKi^ 

H I V V 4 frAZm^tiT 7*4 Zb&X ^it^#J &° 
U HI V^'Y^^*^:*^^ i ;-^>'^l^ffl-t^-i:fi> -e^HX^v^it 
l^^ifflWtli^^o TM»l*tt (X4) HIV-USDF-1 

«HCX C R 4 K1fc&-t & itH, H I V'dl i:SDF-l i»CX C R 
4«#*Ma> fm:CXCR4«OSDF-li3ili f HI Vtt#aMfcfc», 

jtiE^a«ij^ yntT- *mm) tm* &&mw?*> *> h i v * <om 

[0 2 2 2] 

JMfcftjKte. SDF- 1 fcCXCR4«>*§^&lfl#1-&te^ 3 fc** 
*"*-;&3&fcLT^ iitl 3-K5^VUSDF-l i: CXC R 4 Srf&SUT 

7^n7 7-y (R5) HIVt, RANTES. MI P- 1 a, MIP-1/? 

HJ^M 1 lihSDF-lOCE & MF£*fc 

(HE PES, BSAtt) ttMH)lftCEMttt:ti^ 
125 i -SDF-1 (NEN) *«JnU4 , Ce6 O^K-f * 
h Lfco RjSS^fcC EMMAS &GF/B membrane filter plate (Packard 
) T^&»»L-Cigy&3-l2\ PBST3iat5fci§H,fc&. f£J*$*Micro8cint+20 ( 



ffifiE# 2003-3105442 
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^-v: 107/ 



Packard) ^mk.tz 0 CBMMfctt*Lfctt*«»*T op C o u n 
t (Packard) *fflv>T«feU tOWfrfrW^SMF* (%> *iaT©»* 

g|#^=(Et-Ea)/'(Et-Ec) x 100 

Et :^.mt^^m\iL^^^f-zm<omnm 

Ec :S^ili:Utl 2 5 i-SDF-lOl 0 0 0iiO*JS*ttSD 
F - 1 (P e pro Tech) LfcP#<&ifel i ttfe* 
E a : flU^'fb^Sr^int^l^Ottlt^* 

mi*. £)frM i (41)** tmWJ 4 ntt&mn I c 5 o *tt*-*.-e*io. 

20^ M& i XfO. 15 (x MX*&<otZo 

mm 

Hfc* (i) tiz>*Wi\:&m& <£ t/^il^W khf#s frta&ii, c 

, mmm, *khiv»*j: wtfe 
4y . e** (in vivo) m%%bmzimmt®mh^ ®j®m®.%t*znmt 

[0 2 2 3] 

KS*g*U WlWffl^ (GVHD) , #§§1» 

efttuff (sirs) . t«if> iii&^w^Wo 

[0 2 2 4] 



ffi!E# 2003-3105442 
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^-vl 108/ 



[0 2 2 5] 

%wtm.\m (aids) „ %v~m&. > tifwi ^xm 

o 

[0 2 2 6] 

tttt-ttfitt&A, M&AfcLTli, Wx.lt T;v^W ^-ffi*^t*m5km 
£ [0 2 2 7] 

[0 2 2 8] 

if <b*L& 0 

[0 2 2 9] 

*HfcfefcLTIt 0Ox.lt SL«, KttV>/<M«r*Jfci:'*-&*ttMk *S*E# 
[0 2 3 0] 

3) ^o>fb^^MiJf^ffl^^M<0^^lc>(^^Jfca^t)-*T. #ffi#J£:LT 
[0 2 3 1] 

(i) ^$*t**i&^k^*^i±*oas^wtwifr#$tL*ttLfcflio 

asaio-BWBaiit i ^<omt\*^mi&fr*m&Lfzm&mvfmr*&^Lxi>£ 



miE# 2003-3105442 
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[0 2 3 2] 
[0 2 3 3] 

mm\<omtLx^ mmmmmrnxu -ruTT-ummm. (« 

CCR2. C C R 3 > C C R 4 > CCR5. CXCR4**f) 7^^- 
xK 73> -*; B >|«(, HIV-l©*Ifill^t4ttfls HIV-IO 

[0 2 3 4] 

mpa asfi*:^?*^*) (2) *a»»aMe^»*a«3W«>* 

G 1 5 4 9) ^fc'Wf>tll.o 
[0 2 3 5] 

ttiSEJRp 2003-31054 
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: 110/ 



[0 2 3 6] 
[0 2 3 7] 

>r*:ii4 >V*zf?-<7>ftWi&V>V ttl^ MIP-1 

«, MI P-l 0> RANTES, SDF-1 a> SDF-l^MCP-1, 
MCP-2, MCP-4, .x***^ (Eotaxin) „ MD C ft <b *L& 

o 

[0 2 3 8] 

rtBte';#VK<&»&#fcL-CI±. JMfclHH'te. AOP — RANTES> Me 
t-SDF-la, Met-SDF-1 pkZ&W htlho 
[0 2 3 9] 

[0 2 4 0] 

CCR27>^ > t tTii. JMfcftKli. W099/07351"^\ W099/40913^- 

. WOOO/46195-t, W000/46196-5§\ 1000/46 197-5§\ WO00/46198-5§\ WOOO/46199^-, 
W000/69432-^\ W000/69815-^f fc&iBioorg. Med. Chem. Lett., 10, 1803 (2000 

[0 2 4 1] 

CCR37>^^> tLXit, JMfcffjKii. DE1983738fr3\ W099/55324-^ 
, W099/55330^\ WOOO/04003-5f\ W000/27800^> WO00/27835-5§\ W000/27843"5§\ 
WO0O/29377-5§\ W000/31032^|\ W000/31033^\ WO0O/34278-§\ WOOO/35449^-, W0 
00/35451-t> W000/35452-5§\ W000/35453-^\ WO00/35454-t, WOOO/35876^-. W000 
/35877-^^ W000/41685-S§\ WOOO/51607-^> W000/51608-5§\ WOOO/51609^", W000/5 
1610-t> WOOO/53172^ W000/53600-5§\ W000/58305-5§\ W000/59497-?§\ W000/594 



ffiiE# 2003-3105442 
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98-^. W000/595O2-5§\ WOOO/59503-^. WOOO/62814^-. W000/73327-^t £iiW001/0 
[0 2 4 2] 

CCR5T>^^>tUli, W099/17773^\ W099/32100-^ 

„ W000/06085^-> W000/06146-5§\ W000/10965^> W000/06153-5§\ WOOO/21916^-, 
WOOO/37455^-. EP1013276^ WOOO/38680-^ WOOO/39125^-, WOOO/40239-f-. WOO 
0/42045^> WOOO/53175"^. WOOO/42852-^ WOOO/66551-^ IO0O/66558-*. W000/ 
66559^ WOOO/66141^", WOOQ/68203*. JP2000309598^\ W000/51607-^. W000/ 
516(W, WOOO/51609^. W000/51610-^ WOOO/56729-^ WO00/59497-?§-, W000/59 
498"i§\ WOOO/59502^, WOOO/59503-^ TO00/76933*\ W098/25605^-. W099/0479 
4*, 1099/38514** fcttBioorg. Med. Chem. Lett., 10_, 1803 (2000)KlIB*3 

[0 2 4 3] 

CXCR47'/^^>tUli, ^flcWHIi, AMD-3100, T-22, KRH-1120 
[0 2 4 4] 

75 .-y 3 >®mMtLXiZ, XWHZii^ T-2 0 (pentafuside) > T- 
1 2 4 bfr&o 
[0 2 4 5] 

[0 2 4 6] 

o 

v K^v V : 100m g * y-te/K 1 13200m g . 10 3 0; 

300m gftgftU 1 0300m g, 10 2 0; 
v ?V v V : 25~200m g£#k 1 0125~2OOm g > 10 2 0; 
Hf ;v v ^ V : 0. 375m g ~0. 75m g &#k 1 00. 75m g > 10 3 0; 
* * > I 15~40m g # y-t^K 1 03O~~4Om g > 1 0 2 0; 



ffi|E#2 003-31054 
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7 5 7^> 150m g^J. 1 0150m g. 1020; 

r y£fr : 300m g #e#j> 1 0300m 1020; 

*\£?\£> : 200m g«EM. 1 0200m g, HBHIBIEU *0>fclB2El; 

trn/y v : 100m g§s#J> 1 0400m g > 10 3 0; 

l77 UU>7 : 50~200mg#7' , -fe>'K 1 0600m g. 10 10; 

^ > >>> tr;v : 200-4002/ 7M?;k 1 0800m g, 1 0 3 0; 

V h-J-e/U : 100mg*7 P -t;V> 1 0600m g, 1020; 

250m g^Pk 1 0750m g> 10 30; 
: 200mg# > /-fc>'K 1 01, 200m g. 10 30; 
T>7 p V^-e^:50~150mg^J> 1 01,200m g> 1 0 20 o 
[0 2 4 7] 

mmi*>'i9*8fi&Q> n^fahVxv^Bm ^n^^5^>«, 
[0 2 4 8] 

>\ ithv^nij-rA tt»yD^y>, mt'j^^^ M-fv^ 

, fiiv^^f'A t*t^v>-;k rxu?**s>* TA 

K-4 2 7, ZCR-2060, NIP- 53 0. ^T/^nx-h, * l/ 
BP-2 9 4. 7>K?*K t-7^rA 7* 'J * 



WSE# 2003-31054 
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^-v*. 113/ 



[0 2 4 9] 

*K /^5n7Xb*^A, *K^nU, *n^i;*-> 

[0 2 5 0] 

[0 2 5 1] 
[0 2 5 2] 

[0 2 5 3] 
[0 2 5 4] 



tH|E# 2003-3105442 
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^-v: 114/ 



MMU ffiH*flfctttt, Sl3;vf7v, KKnaW/v, ijv^lsKna 

T-y-K, 7^yiJK, M7TAv/av. ST-126P^ v^V-V-K. 
[0 2 5 5] 

X*?^;^ W7^rA WU7^JA 
[0 2 5 6] 

x7lK ij > % d i -^f^x7x k 1 ; f^>7xtr/, mm. 
D ;v7ut'jA stf^ M^/wr**-^ oakf-fr?**) 

v> «^77l/t'JA Ii7D7fn-JK ^m"7°n^-rn-;v. JMfcTR 



ffiSE^F 2003-3105442 
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^-v: 115/ 



i»^TK'J'A AR-C 6 8 3 9 7. Wi^VT^-'K KU 
R-l 2 4 6. KUL-721K AR-C8 9 8 5 5, S-131 9 

if bfrho 

[0 2 5 7] 

^'jv. *<b^*hnfc?*A, wUn^-h (UK-1 12 166) 
[0 2 5 8] 

7^f->*ft«IfcUTI4, A«*Jt-K T^hW^A Tuva* 

t-^;V^. CS-5 6 0*WfWo 
[0 2 5 9] 

tftr/^tf^A^^WWo 

[0 2 6 0] 
[0 2 6 1] 

„ ey #X K SCH-4 0 1 2 0^ WY-5 0 2 9 5, E-6700.ML- 
3 0 0 0. TMK-6 8 8. ZD-2 1 3 8, ^/A«W7xnV, R-6 
8151, E-6 0 8 0, DuP-6 5 4. SC-45662. CV-6504 
. NE-1 1 7 4 0, CM 1-977. NC-2 0 0 0. E-3 0 4 0, PD- 
1 36095, CM 1 -3 9 2. TZ 1 -4 1 0 7 8. Orf-20485. I 
DB- 18024. BF-389. A- 78773. TA-2 7 0. FLM-5 
Oil. CGS-23885. A- 79175. ETH-6 1 5*if#W&*t 

[0 2 6 2] 



miiE# 2003-3105442 



#12 0 0 2-3 5 7 4 4 6 ^- v : 116/ 

5 -y#**,yi--#m^*>**9B^ tX ' x * t - «^-»^ MK-5 9 
1, MK-8 8 6%£'tfmift>tl2>o 
[0 2 6 3] 

u^^/A L-6 7 4 6 3 6, A-8 1 8 3 4. UPA-7 8 0, A- 9 
3 178> MK-8 8 6, REV- 5 9 0 1 A, SCH-4 0 1 2 0, MK-5 
9 1. Bay-x- 1 0 0 5. B a y - y - 1 0 1 5 , D T I - 0 0 2 6 , T A 
^t;.^^, E-6 7 0 0*Wif^Wo 
[0 2 6 4] 

[0 2 6 5] 

PG$t#ttt(^ PGEMP* (EP1> EP 2, EP3. EP4) , P 
GD ^ (DP. CRTH2) . PGF^ (FP) , PGI^ (IP 
) N TXffft (TP) te&F&lfhti&o 
[0 2 6 6] 

[0 2 6 7] 



ffiiE# 2003-3105442 
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^-v>: 117/ 



izm&vtzitxDmvmMt LTJi, ^rn>f K»k ^fn^f Y&M&. 

mm (nsaid) , tusmmm* 7ux*r?>i?>m. mru^-m. * 

[0 2 6 8] 

o Sfc, havjF^vt&tfE&k n/f a hVxVJSJyKI, LTD4t$tnI^J> PA 
-*HWt*MHflU &J*&<t**£«HW*BU -7^^ Km*L^J> ^WJ^J 

[0 2 6 9] 

^Jl^JfcLTti, «x.tf, •r^^ 1 ;^ ^*fn-;v, ^Wx'a 
T -If 7 * f- V * if^l fh tt & o 
[0 2 7 0] 

4 YtbzafimfhtL&o 

[0 2 7 1] 
[0 2 7 2] 

fifcrV/MFHIflU: LTtiMx.^ 7^7xt^>> T-tf9*^ 

O 

[0 2 7 3] 



ffiliE# 2003-3105442 
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^-v* : 118/ 



[0 2 7 4] 
[0 2 7 5] 
[0 2 7 6] 

7 ?n^ K«t**ik x^a^y>, n*^oW/V 

[0 2 7 7] 

ft^lWflfcb-C v^x^^A **n'JA*. FTY7 2 04 

[0 2 7 8] 

-ft* (I) ^^Wft^i^®*^^** 1 **^^ 1 " 
» TO^ J: If / 4 fc l±tt^*ott£* * 0*/ * * » «Hft«>«*l * L 

[0 2 7 9] 

mmmwi ^wt ^p^/*^ fcrna*®*^*!^* 5 * tf/ 4 »± 

MM, ^fnO«^J (NSAID) > ^fnO^K -fux*w* 



ffiiE# 2003-3105442 
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y^-v : 119/ 



[0 2 8 0] 

hw: (i) x^^M^m^^^<om^mm^^^Mm\^-t 

[0 2 8 1] 

J: tf/* ^liWI^i^ * IF/4 fc»iiail«>3feO®fll«>*5tt k L 

, rn^^r/y>i> HWM*te*»*MF*U ^TWr/SW 
[0 2 8 2] 

T **Hf* * If/* fctttt^*^*** * fcttiSlofc*©*©^ k 

& o 

[0 2 8 3] 
[0 2 8 4] 



ffifE# 2003-3105442 
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^- v : 120/ 



mn t L X it, ffl z- tf> ^ -9" 9 v > % -9- 9 * 7 r Vf V y > , 7Hftir»5»ffl3!l 
> ttiaV'^ ^fnO'l, 5 -V eiMSk foWLttM. LTB 

[0 2 8 5] 

si, a-^3->^-«a«i, ^ik^* 1 ; >$5«)&i#k 4y*v>mn 

5£#k ^37KVt'J ^£##f£t&2£, T/uK-^STcB^MfiSk V^ff-V 
;v^f^-lfIV IMSJ * ^rtWf "b ft h o 
[0 2 8 6] 

[0 2 8 7] 
[0 2 8 8] 
[0 2 8 9] 
[0 2 9 0] 

PPART^ftUii, est-?"'; *y*>\ bn^^V'A nv^'J^ 



mSE^F 2003-3105442 
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[0 2 9 1] 

p p a r r =r~* h{^^u^r/x zs®$:&mm tuii, o n o 

-5816. YM- 4 4 0* ¥&mf btl&o 
[0 2 9 2] 

^TKl/t^ >%mm*mmtLXi*. A J 9 6 7 7, L 7 5 0 3 5 5, C 
P 3 3 1 6 4 S%¥&mf hfc&o 
[0 2 9 3] 

[0 2 9 4] 

-ftoJWMfcLrtt, ttffiM (mm p MHO. T^Mfc» (^°^ 

an**) . , **ft3W«tt»w (WBfc^^^y 

, 7-D^vtW>^fov, itvb^h^tn^ 

, *V*f-V&£0 > r^-7xO'/ (IFN«, IFN«-2a, IFNa 
-2b, IFN/?. IFNy-la^amW^c 
[0 2 9 5] 

(i) ^**L*ft^isiir*«*w^iw*^** 0 **** ( 



miiE# 2003-31054 
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Vy, ^n'JAX, F T Y 7 2 0 ft ft fc'tf^f <b*t£ 0 
[0 2 9 6] 

[0 2 9 7] 

mmmm. 7^7->fm ynyn-m *>r * ^xsmmb, epa 

gftU MTPBME&k -ewf^tnlilnv^fn-^l, EDG 

<Dffi&&£Vt/ttz&m&<Dfc&<ni&<nmW£Lrte, #fcsF (g-csf 

„ GM-CSFft^) > #®-f >*~n-f (IL-3, 6, 7, 11, 12 
ft if) > EPO, TPO> SCF, FLT3Vr/K, MIP-1 a ft^O^ 
h # >f >S ft t*&mf bit& 0 
[0 2 9 8] 

[0 2 9 9] 

[0 3 0 0] 



mSE# 2003-31054 
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^-v: 123/ 



[0 3 0 1] 

(I) -c^**t*ft^», 4fc«iHW; (i) ^$*t&ft*«»fc«w> 
^©WB«*JtlB©B»TJBv»*fctt, a*, £#tt4fc»±JIWrttfc* ftp* 

[0 3 0 2] 

m *** 
-H*fe«aftP«4**t*^ 4fcl*JfcA-A3fctK -Hfcofc, 0. In 

g^p, i om g «T- a-ia^fe«fcia*epi9:#** L *^ 4fc«4-B it$ 

[0 3 0 3] 
[0 3 0 4] 

HE* (I) tfttt-W (I) -c^$*t*fls#*fc4fio 

[0 3 0 5] 
[0 3 0 6] 

44*, 4fcttKfc« «tt**^a 



{HiE# 2003-3105442 
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: 124/ 



35: if) ttSLtv^Tt *v*U £ fc 2 JjH-tOJ* LTV>T t> J: v* 0 

[0 3 0 7] 

, mum. sum, wm. mm. mmu mm, ®mw%z*ttvx 

[0 3 0 8] 
[0 3 0 9] 

&mn&*<ntzib<Dft.mmc>mm^ mz.it, ^mm. y^m. 



taiE# 2003-3105442 



#M 2002-357446 



^-v : 125/ 



[0 3 101 

/<***>*«^>K ^fTT/t«^ a-w^B***^***) * n 
. R-fbTK^* G»*W^ Sfe7-fe';>> »»?>"J>\ ft 

tf*L*t«>j|Mft*fc«:2«a±*aw-u-c«v^*L*. s&k. «wa. 

[0 3 11] 



mfE^F 2003-31054 
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^-v 5 : 



[0 3 12] 

l/y^i; l, n-^-ft^) > »Tivn-;v (2-^ 

[0 3 13] 

[0 3 14] 

mtMit^ttzitm^mm^f^x^^m^^^ o*tft m*.&, ?>b 
o 4 * i± * tusLhoattiMt * * ^ 3t*H*-t Kiwtt t -r mat ^ 

[0 3 15] 



miE# 2003-31054 



#0 2 002-3 57446 



, vtoitzit* tt W± <r> i r;vn-;v (^*/-;k ^y^i^ 

$tt^>o S<bK> flEHRU J*BMb*U |#IW^^^ V1 « 
10 3 16] 

a^h^ b y ? a, ^ vbw- h y * a * * v*« * >aw> * d * * ^SRSQ 
*Lrwct> *v\, x^v-»oia*fttt, «A.ar*a*»* 2,868,691 

J8J: 0^*3. 095,355 *W*L < K***fCV** 0 Sfc, xT'/*»kUt* 
[0 3 17] 

ami * »fc imm-mmM t«r t * «J<^ 

[0 3 18] 
[0 3 19] 

(y h y * a, m*** > y * a& . jronsttflsM (*°y v > 8 



mSE# 2003-31054 
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^-S? : 128/ 



& o 

[0 3 2 0] 

[0 3 2 1] 
[0 3 2 2] 

[0 3 2 3] 

[0 3 2 4] 
[0 3 2 5] 

[###J£±£m»!l] 

ffiSE# 2003-3105442 



#11 2002-357446 ^- v : 129/ 

[0 3 2 6] 

tt0ftC^*fL-CV»*3&yartojiM«Ctt> W&fc^Lfc$Mfc*^LTV** 0 MS 

(pOS. ) O&O^ffi =Ht& O tZo 

[0 3 2 7] 

&*5, HPLC^ii, 
(1) ftfrA (£#f) 
WStikW. Waters LC/MS 

*7A: Xterra™ MS Cig 5 um, 4. 6 x 50 mm I.D. 
flfEiS I 3 mL/min 

A&:o.ix>y 7/i/*nR:BK*igijfc 

b$l : o.i% h y yfr*umtt-T*Y-Y y ;i/»fft 

Tjme(mio) AifcBjfc 



0 955 

0. 5 955 
3 0 100 

3.5 0 100 

• 3. 51 955 

5 955 end 



(2) i»m 

tiimW& : Waters LC/MS 

: Xterra™ MS Ci8 5 um, 4.6 x 50 mm I.D. 
MtM. '. 3 mL/min 

mm ' AWL : o. i% h v )vr ^ ^mm. 

bWl : o.i% h v-xt-^t^ >-r-t h - b y 

l imeimin ) AifoBifo 

0 955 



ttStiE# 2003-3105442 



#M 2002-357446 



^-v: 130/ 



0.5 955 

3 0 100 

3.5 0 100 

3.51 955 

7 955 end 

##M1 

2 nn- 4 - h Kn 1 ->f ;v) ify^v 

[0 3 2 8] 

[ft 4 i] 




[0 3 2 9] 

2, ^ v> (3.0g) ©rh9KKn75> (50ml) ^fg^zK 

^T>'Jxf;V7^ (4.2ml) £ itT^- t: Kn T-fe*^°> (2.5ml) SriHx.> 7l 
#**Sa-Cll^nRJ6L^o EU&m&&Kfc (30ml) ^Jmx.> iliUo 

^■y :mk^J^=5 : i->2 : l) till, JirFoim**#+*S»f&fr 
ft (3.03g) *r»fc 0 

tlc : Rf 0.18 (^tvis^if^s : l) ; 

NMR(CDCl3) ! d 1.53 (m, 4H), 1.78 (m, 4H), 3.44 (m, 2H), 3.83 (m, 2H) 

, 6.29 (d, J = 6.32 Hz, 1H), 7.96 (d, J = 6.32 Hz, 1H) 0 

JdftMl 

2- (2-y^f^7,5yxf;V7^) -4- Knr-tf fc? ^- 1 --f 

;v) fcfij 5 v> 

[0 3 3 0] 

miiE# 2003-3105442 



#M 2002-357446 



^->> : 131/ 




H 



[0 3 3 1] 

^miTm&Lfz<lt&%d (1.5g) fcN, N-y7f;i/xfl/>y7r/ (1. 

56mi) *9 or-ei 6&mmwLfzo Rmmz%?m&, ast^'>'j*^*5 

: o—i o : l : o. 2) till, mT^fM£^&li^fb^ (1.44 g 

) *#fco 

tlc : R f 0.30 (^od^a : *9 s-k : 2 8 %T> / -=e-T7K= 8 0 : 
10:1) ; 

NMR(DMS0-d 6 , 363. IK) IS 1.50 (m. 4H), 1.70 (m, 4H), 2.19 (s, 6H), 2. 
42 (t, J = 6.00 Hz, 2H), 3.33 (q, J = 6.00 Hz, 2H), 3.56 (m, 4H), 5.74 ( 
m, 1H), 5.83 (d, J = 6.00 Hz, 1H), 7.72 (d, J = 6.00 Hz, 1H) Q 

nnwi (i) -mmmi (4 7) 

(1) 

2- [3- U^r/-;v-l->f;i/) yne^r ^ y] -4- (^-tKnr 
[0 3 3 2] 



ffigE#2 003-3105442 



[<b4 3] 



2002-357446 



^-v: 132/ 




[0 3 3 3] 

TLC : R f 0.66 (^nn*M : * ? ;-)V : 2 8 %T >-=e-T7fc= 8 0 
: l o : l) ; 

NMR(DMS0-d6) 15 1.49 (m, 4H), 1.69 (m, 4H), 1.97 (m, 2H), 3.24 (m, 2 
H), 3.54 (m, 4H), 4.01 (t, J = 7.00 Hz, 2H), 5.84 (d, J = 6.04 Hz, 1H), 
6.12 (m, 1H), 6.86 (d, J = 1.24 Hz, 1H), 7.10 (d, J = 1.24 Hz, 1H), 7.56 
(s, 1H), 7.73 (d, J = 6.04 Hz, 1H) C 

mmmi (2) 

2- (2 -V**f-)VT X yy°u t°;VT5 J) -4- KtfT-tf 1 - 

[0 3 3 4] 



[0 3 3 5] 

TLC : R f 0.57 (^nn^vA : : 2 8%T>'^-T;tft= 8 0 

: l o : l) ; 

NMR(DMS0-d6 363. IK) '.3 0.91 (d, J =6.59 Hz, 3H), 1.50 (m, 4H), 1.69 



[^4 4] 




£tiSE#2 003-3105442 



&m 2002-357446 



133/ 



(m, 4H), 2.20 (s, 6H), 2.72 (m, 1H), 3.20 (m, 2H), 3.55 (t, J = 6.00 Hz 
, 4H), 5.67 (m, 1H), 5.83 (d, J = 5.77 Hz, 1H), 7.72 (d, J = 5.77 Hz, 1H 

)o 

mmm\ (3) 

[0 3 3 6] 
Mb 4 5] 

Q 

N^N CH 3 
H 

[0 3 3 7] 

TLC : R f 0.29 (?nn*W : : 2 8%T^-T7fc= 8 0 

: l o : l) ; 

NMR(DMSO-de) : 3 1.84 (m, 4H), 2.17 (s, 6H), 2.38 (t, J = 6.73 Hz, 2H 
), 3.37 (m, 6H), 5.70 (d, J = 5.50 Hz, 1H), 6.77 (m, 1H), 7.64 (d, J = 5 
.50 Hz, 1H) 0 

mmmi (4) 

4- (2 - ^f^7 5 jx.*f-)\>T* J) -2 - (;^tKnr > /y>-l-'f 

[0 3 3 8] 
Mb 4 6] 




ffilE#2 003-3105442 



mm 2002-357446 



134/ 



[0 3 3 9] 

TLC : R f 0.38 (^nn^M : * * J-)V : 2 8 SGT^-T^ 8 0 : 

i o : i) ; 

NMR(DMS0-d6) : 8 1.43 (m, 6H), 1.69 (m, 4H), 2.15 (s, 6H), 2.36 (t, J 
= 6.73 Hz, 2H), 3.32 (m, 2H), 3.58 (m, 4H), 5.68 (d, J =5.50 Hz, 1H), 
6.77 (m, 1H), 7.65 (d, J = 5.50 Hz, 1H) C 

mmmi (5) 

[0 3 4 0] 
0 Hb4 7] 

o 

N^N CH 3 
H 

[0 3 4 1] 

TLC : R f 0.44 (?nn*;i/A : * ?y-)V : 2 8%r>*-T;ic= 8 0 
: 1 0 : 1) ; 

NMR(DMS0-d6) I 1.44 (m, 4H), 1.56 (m, 2H), 2.15 (s, 6H), 2.35 (t, J 
• = 6.00 Hz, 2H), 3.33 (m, 2H), 3.63 (t, J = 6.00 Hz, 4H), 5.70 (d, J = 5 
.77 Hz, 1H), 6.76 (s, 1H), 7.66 (d, J = 5.77 Hz, 1H) 0 

mmmi (6) 

2- (2-y^f;V7 5 J- 1 -*^)VJL?-)VT<y) -4- Fn T -if 

e>- 1 ;v) fcf'J 5 >>> 
[0 3 4 2] 



WSE#2 003-3105442 



#M 2002-357446 



[ft 4 8] 




N 
H 



[0 3 4 3] 

TLC : R f 0.52 (^nn^;i/A : ^/-^ : 2 8%T>^e— T7X= 8 0 

: l o : l) ; 

NMR (CD3OD) I d 1.18 (d, J = 6.32 Hz, 3H), 1.55 (m, 4H), 1.76 (m, 4H), 
2.28 (m, 7H), 2.51 (m, 1H), 3.58 (m, 4H), 4.15 (m, 1H), 5.90 (d, J = 6. 
04 Hz, 1H), 7.67 (d, J = 6.04 Hz, 1H) 0 

mmmi (7) 

4- -2- (4 -tf-frM'K.jyy- 1 - 

[0 3 4 4] 
Mb 4 9] 



[0 3 4 5] 

NMR (DMSO-dg) IS 2.20 (s, 3H), 2.26 (s, 6H), 2.32 (m, 4H), 3.30 (m, 4 
H), 3.63 (m, 4H), 5.76 (d, J =5.20 Hz, 1H), 6.91 (m, 1H), 7.69 (d, J = 
5.20 Hz, 1H) ; 

MS (m/z) : 265 (M + H)+ ; 
HPLC«#WM« <,&) 12.83; 





H 



.ffiiE#2 003-31054 



#M 2002-357446 



: 136/ 



HPLC^fr : Bo 

mmmi (8) 

4- (2 -vM^VTS -2- (4-7x^^5V>-l 

[0 3 4 6] 
[4fc5 0] 




H 



[0 3 4 7] 

MS (m/z) : 327 (M + H)+ ; 
hplc§#H^ (#) : 3.51 ; 
hplc##: Bo 

mmmi o) 

2- (4 -^>^^5^/- 1 -4- (2-^^W^xf;v 

[0 3 4 8] 



ffifE# 2003-3105442 



#M 2002-357446 



^-v: 137/ 



Mb 5 1] 





[0 3 4 9] 

MS (m/z) : 341 (M + H)+ ; 

HPLcvmmm (#) -.3.42; 

HPLC^fr: Bo 

mmmi (1 0) 

2- (4-r-fef-^^9^>- 1 ->f^) 

[0 3 5 0] 
[<fc5 2] 



-4- (2-'^W5;xf^ 



y 

n^n 



H 



CH 3 



[0 3 5 1] 

MS (m/z) ! 293 (M + H)+ ; 
HPLCfiyWM (45-) 12.78; 
HPLC^ff : Bo 



tb|iE# 2003-3105442 



#M 2002-357446 



138/ 



Hjfcfll 1(11) 

4- (2-^f^75yxf;V7^y) - 2- (4-t Kn^y^U^/- 
1 -4 )V) tTV 5 
[0 3 5 2] 
Mt5 3] 



OH 





H 

[0 3 5 3] 

MS (m/z) : 266 (M + H)+ ; 
HPLCfi^HM (550 :2.76; 
HPLC*#: Bo 

mmm 1(12) 

4- (2-^f;v7^yiW^y) - 2- (4-^^-;vtf^ 1 ; w- 1 - 
>r/i/) try 

[0 3 5 4] 
Mb 5 4] 



CH 




MS (m/z) : 264 (M + H)+ ; 
HPLC^IHI {&) 13.49; 



ffitiE#2 003-3105442 



#H 2002-357446 



t-i?: 139/ 



> o 



HPLC^f : B 

mmmi d 3) 

4- (2-^^f;V7^/xf;i/75/) - 2- ( 3 -* V>- 1 

[0 3 5 6] 
Mb 5 5] 

N 

N^N 




MS (m/z) : 264 (M + H)+ ; 
HPLCfi^HB (ft) 13.46; 
HPLC^fr: Bo 

mmmi a 4) 

4- (2 - y^f ;V7 5 yjr.^;VT^ y) - 2- 

[0 3 5 8] 
Mb 5 6] 




MS (m/z) : 264 (M + H)+ ; 
HPLC§^f| (ft) 12.89; 
HPLC^fr: Bo 



£BliE#2 003-3105442 



#M 2002-357446 



^- v : 140/ 



nmmi a 5) 

2- (3-tKn^yk"nijr/-l-'f;V) -4- (2 y ^f- 

[0 3 6 0] 
Ht5 7] 

N"^N CH 3 
H 

[0 3 6 1] 

MS (m/z) : 252 (M + H)+ I 

HPLCfWWH (AO :2.70; 

HPLC^#: Bo 
3gtt$g 1 (16) 

2- (4-^h^>#;v#-;vt?^';^>'- l ->f/i/) -4- {2-v*^)\>t 

[0 3 6 2] 
lit 5 8] 




[0 3 6 3] 

MS (m/z) : 322 (M + H)+ I 

ffifE# 2003-3105442 



#M 2002-357446 



^-v! 141/ 



HPLC§^ (#) 13.31; 
HPLCM I Bo 

mmmi d 7) 

2- (3 -x h ^ ->*;^-;i/t:^'j y>- l - ^f ;v) -4- (2 -v^f-^T 

[0 3 6 4] 
[ft5 9] 



O 




%H 3 



N^N CH 3 
H 

[0 3 6 5] 

MS (m/z) : 322 (M + H)+ ; 
HPLC§SH^ (55") 13.33; 
HPLC^fr I Bo 

mmmi (1 s) 

2-f-*^e;i/*';/-4- (2-y^f^75yxf;i/T^) tfij^v 

[0 3 6 6] 
Mb 6 0] 



0 



N N CH 3 
H 

[0 3 6 7] 

MS (m/z) : 268 (M + H)+ ; 
HPLCftW (ft) 13.18; 



ffiliE#2 003-3105442 



mm 2002-357446 



^-v^: 142/ 



HPLC^ff: Bo 

mmmi a 9) 

4- (2 -v^^;vr* yxf;v7^ 7) -2-w;yif , J5i;> 
[0 3 6 8] 

Wk6 1] 

0 

IM^N CH 3 
H 

[0 3 6 9] 

MS (m/z) : 252 (M + H)+ ; 

HPLCitur^ (#) :2.83; 

HPLCM: Bo 
£lfcflll (2 0) 

2- (4-#/wt*>f /nf-^y 1 — i )v) -4- (2-^f^7^yx 

[0 3 7 0] 



Mfc6 2] 




H 



[0 3 7 1] 

MS (m/z) I 585 (2M + H)+, 293 (M + H)+ ; 
HPLC^UFI 12.72; 

aiiE^ 2003-3105442 



tfcm 2002-357446 ^- *J : 143/ 

HPLC^fr: Bo 

mtimi (2 1) 

2- (3 -#;W^e>f ;Vfc?^v> *J>- l -Jfr) -4- (2-y^f^75yx 
^;vr^7) try 
[0 3 7 2] 
Mt6 3] 



o 




[0 3 7 3] 

MS (m/z) : 293 (M + H)+ ; 
HPLCt^ (550 12.78; 
HPLCift : Bo 

mmwi (2 2) 

;U) -4- (2-^^f;V7 5yxf;V75y) 
• [0 3 7 4] 

[<fc6 4] 




[0 3 7 5] 



ffilE#2 003-3105442 



&m 2002-357446 

MS (m/z) : 797 (2M + H)+, 399 (M + H)+ ; 
HPLC«8fH#W (#) 13.44; 
HPLCM: Bo 

%mm i (23) 

2- (4-^>v;v-i, 4 -AC-is Kn vr-t? l -^f;v) 

[0 3 7 6] 
[<b6 5] 




[0 3 7 7] 

MS (m/z) : 355 (M + H)+ ; 
HPLC§tHF4 m :3.47; 
HPLC&# : Bo 

• mmi (2 4) 

4- (2-^f;v75/xf^T5/) - 2- (/N'-ii Kn^y V V- 1 ->f 
;i/) ey 5y> 

[0 3 7 8] 
Mb 6 6] 



00 




^-v?: 144/ 



-4- (2- 



mm^2 003-3105442 



#M 2002-357446 



^—5>: 145/ 



[0 3 7 9] 

MS (m/z) : 304 (M + H)+ ; 
HPLCUWV%m (#) 13.84; 
HPLC^f : Bo 

mmmi (2 5) 

[0 3 8 0] 
[ft 6 7] 




[0 3 8 1] 

MS (m/z) : 304 (M + H)+ ; 
HPLCf#H^ (ft) 13.86; 
HPLC^ft: Bo 

• ^mm 1 (26) 

4- (2-^>f;>7^/if;v75/) 
[0 3 8 2] 



2- (A-tKn/fy^yij>-2 



2- (4-^;V-l, 4-^-fc: 



WfE# 2003-3105442 



&m 2002-357446 



^-v: 146/ 



[ft 6 8] 




MS (m/z) : 279 (M + H)+ ; 

HPLCfiawra (#) :2.9o; 

HPLC^f : Bo 

mmmi (2 7) 

4- (2-^W^xf;i/7^) -2- 1 

[0 3 8 4] 
[ft 6 9] 




MS (m/z) : 292 (M + H)+ ; 
HPLC«#«fW (550 13.89; 
HPLC^fr : Bo 
1 (28) 

2- (4 -y-f-^e^v^^- 1 -*f/U) -4- (2-^^f;l/75/xf;P7 

ffiiE# 2003-3105442 



#M 2002-357446 



^-v : 147/ 



[0 3 8 6] 
MS7 0] 




H 



[0 3 8 7] 

MS (m/z) : 307 (M + H)+ ; 
HPLCfiaWW (#) 13.34; 
HPLC&tt: Bo 
XJfeMl (2 9) 

4- (2-y^f^75/xf;l/T5y) - 2- (1, 2, 5, 6-f >5tK 
[0 3 8 8] 



[0 3 8 9] 

MS (m/z) : 248 (M + H)+ ; 
HPLCiiH^ (AO :3.25; 
HPLCM: Bo 
H»J1 (3 0) 

4- (2-^f;V75/xf;i/7^) -2- (3, 5 -V * i?y 



[ft 7 1] 




N 
H 



ffiiE# 2003-3105442 



2002-357446 



^-5? : 148/ 



[0 3 9 0] 
Hb7 2] 




[0 3 9 1] 

MS (m/z) : 278 (M + H)+ ; 
HPLCMUFI tfr) :3.67; 
HPLC^ft : Bo 

mmmi o n 

4- (2-^f-;l/7^/xf;i/7^y) -2- t: Kn T-tf 1 

[0 3 9 2] 



[0 3 9 3] 

TLC : R f 0.41 (^nn^A : : 2 8%T>^-T7k=8 o : 

i o : l) ; 

NMR(DMSO-de) • 7.65 (brd, J = 5.7 Hz, 1H), 6.72 (br, 1H), 5.68 (d, 
J = 5.7 Hz, 1H), 3.61 (m, 4H), 3.30 (m, 2H), 2.36 (t, J = 6.9 Hz, 2H), 2 
.15 (s, 6H), 1.65 (m, 4H), 1.44 (m, 4H) Q 

mmmi (3 2) 



Ut7 3] 




N 
H 



ffi!iE#2 003-3105442 



mU 2002-357446 



149/ 



[0 3 9 4] 



[0 3 9 5] 

TLC : R f 0.19 (?nn*;VA : : 2 8%T>^e~T7jc=8 0 : 

l o : l) ; 

NMR(DMS0-d6) : $ 1.60 (m, 2H), 1.87 (m, 4H), 2.10 (s, 6H), 2.22 (t, J 
= 7.14 Hz, 2H), 3.20 (m, 2H), 3.38 (m, 4H), 5.66 (d, J = 5.77 Hz, 1H), 
6.37 (m, 1H), 7.70 (d, J = 5.77 Hz, 1 H) Q 
(3 3) 

2- o-^f-^T^yne^r^) -4 -\£n) yV tfV ^ Vs 
[0 3 9 6] 



[0 3 9 7] 

tlc : R f 0.28 (^no*H : : 2 8%7>^e-T7jc=8 o : 

i o : l) ; 

NMR(DMS0-d6) • * 1-46 (m, 4H), 1.60 (m, 4H), 2.11 (s, 6H), 2.22 (t, J 
= 7.14 Hz, 2H), 3.18 (m, 2H), 3.49 (m, 4H), 5.95 (d, J = 6.04 Hz, 1H), 



Ht7 4] 




[ft 7 5] 




mSE# 2003-3105442 



#M 2002-357446 



^-^1 150/ 



6.41 (m, 1H), 7.72 (d, J =6.04 Hz, 1H) Q 

mmmi (34) 

2- (3 - y ynkf;vr^ >0 -4- 1 Kn T-fe~fc?>- 1 - 

try 

[0 3 9 8] 



[0 3 9 9] 

tlc : r f 0.19 (?dd^va : : 2 8 %r >^~T7jc= 8 o : 

10:1) ; 

NMR(DMS0-d6) I * 1.44 (m. 4H). 1.61 (m, 6H), 2.09 (s, 6H), 2.21 (t, J 
= 7.14 Hz, 2H), 3.18 (q, J = 6.59 Hz, 2H), 3.51 (m, 4H), 5.81 (d, J = 6 
.04 Hz, 1H), 6.41 (m, 1H), 7.70 (d, J = 6.04 Hz, 1H) Q 

mmmi (3 5) 

2- (2 -i?*^-)VT 5yxf;V7^ y) - 4 - 1? n U >V tf V 5 W 
[0 4 0 0] 



[0 4 0 1] 

TLC : Rf 0.20 (^nn^iVA : ^ : 2 8%T>' ; e^r7jc= 8 0 



MtS7 6] 




[tt7 7] 




H 



ffilE# 2003-3105442 



!$m 2002-357446 



^->?: 151/ 



: 1 o : D ; 

NMR (DMSO-dg) : S 1.87 (m, 4H), 2.15 (s, 6H), 2.36 (t, J = 6.73 Hz, 2H 

), 3.35 (m, 6H), 5.68 (d, J = 5.77 Hz, 1H), 6.14 (m, 1H), 7.71 (d, J = 5 
.77 Hz, 1H) 0 

mmmi (3 6) 

2- (2-y^W5/xfji/7^y) -6 4- (^-tKnr-b* 

1 ->f try ^ v> 

[0 4 0 2] 
Hfc7 8l 




H 



[0 4 0 3] 

TLC : R f 0.30 (^nn*M : 9 j—fr : h i;jc^;1/T$ >=8 0 : 1 

o : i ) ; 

NMR(DMS0-d6) IS 1.45 (m, 4H), 1.67 (m, 4H), 2.05 (s, 3H), 2.19 (s, 6 
H), 2.41 (t, J = 6.90 Hz, 2H), 3.29 (m, 2H), 3.65 (m, 4H), 5.73 (s, 1H), 
6.15 (m, 1H) 0 

mmmi (3 7) 

2- (2-^^f;v75/if;v75y) -5-^f;>-4- (/t-tKnr-tf 
tf>- 1 ;v) try ^ v>> 

[0 4 0 4] 



tiifiE# 2003-3105442 



!$m 2002-357446 



^-v>: 152/ 



mi 9] 




N 
H 



[0 4 0 5] 

TLC : R f 0.32 (^nn*w : : b'jxf;i/7 5 v=80 : l 

o : l ) ; 

NMR(DMS0-d6) : 5 1.47 (m, 4H), 1.69 (m, 4H), 2.08 (s, 3H), 2.14 (s, 6 
H), 2.34 (t, J =6.60 Hz, 2H), 3.25 (td, J = 6.60, 6.00 Hz, 2H), 3.60 (t 
, J = 6.00 Hz, 4H), 6.00 (m, 1H), 7.52 (s, 1H) C 

mmmi (3 8) 

2- (i-^>-^;vtr^';> ? >'-4--r;vT5/) - 4- Knr-tf tf ^ 

- 1 tfV 3 v>> 

[0 4 0 6] 



H 

[0 4 0 7] 

TLC ! R f 0.52 (^nnw : : 2 8%T> a e-T7K=8 0 : 

i o : l) ; 

NMR (DMS0-d6, 363. IK) Id 1.49 (m, 6H), 1.68 (m, 4H), 1.87 (m, 2H), 2 

.07 (td, J = 11.47, 2.61 Hz, 2H), 2.77 (m, 2H), 3.46 (s, 2H), 3.54 (t, J 
= 6.00 Hz, 4H), 3.66 (m, 1H), 5.74 (m, 1H), 5. 82 (d, J =6.04 Hz, 1H), 
7.25 (m, 5H), 7.72 (d, J = 6.04 Hz, 1H) Q 



Hb8 0] 




tti 8E# 2003-3105442 



#M 2002-357446 



s>: 153/ 



nmmi (3 9) 

2- (2-^;^'J/i^75y) -4- (^-H Knr-tf t?>- 1 

try 

[0 4 0 8] 



[0 4 0 9] 

TLC : R f 0.41 (^no^;i/A : : 2 8%T>^e~T7jc= 8 0 

: 1 0 : 1) ; 

NMR(DMS0-d6) Id 1.45 (m, 4H), 1.68 (m, 4H), 2.38 (m, 6H), 3.30 (q, J 
= 6.00 Hz, 2H), 3.57 (m, 8H), 5.83 (d, J = 5.70 Hz, 1H), 6.19 (m, 1H), 
7.71 (d, J = 5.70 Hz, 1H) 0 

mmmi (4 0) 

4- (^-HKnr^tf^-l-'f^) -2- (2-tfn'J^/xf;i/7^) 
[0 4 10] 



[0 4 11] 

TLC : R f 0.23 (^nn*;l/A : * 5 J-)V : 2 8%T>^^- Ti&= 8 0 

: l o : l) ; 



[its 1] 




[4t8 2] 




H 



mSE# 2003-3105442 



&m 2002-357446 



^-v: 154/ 



NMR (DMSO-dg, 363. IK) id 1.51 (m, 4H), 1.74 (m, 8H), 2.69 (m, 4H), 2. 
75 (t, J = 6.60 Hz, 2H), 3.42 (m, 2H), 3.56 (m, 4H), 5.86 (d, J = 6.00 H 
z, 1H), 5.99 (m, 1H), 7.73 (d, J = 6.00 Hz, 1H) 0 

mmmi (4 d 

2- (2-T5yxfjV7^) -4- (<rC-fc KnT-tf \£>- 1 ->f^) tfV 
[0 4 12] 



[0 4 13] 

TLC I R f 0.16 (?nn*W : *9S-A/ : 2 8 %T >^E~T7fc= 8 0 : 

l o : l) ; 

NMR (CD 3 0D) IS 1.61 (m, 4H), 1.85 (m, 4H), 3.22 (t, J = 6.00 Hz, 2H) 
, 3.70 (m, 2H), 3.75 (t, J = 6.00 Hz, 2H), 3.93 (m, 2H), 6.44 (d, J = 7. 
70 Hz, 1H), 7.72 (d, J = 7.70 Hz, 1H) 0 

• mmmi (4 2) 

(±) -2- [ (1R* 2R*) -2-75yy^DA+^T^] -4- ( 



Mt8 3] 




[0 4 14] 



ffilE# 2003-3105442 



mm 2002-357446 



^-v: 155/ 



UtS 4] 




[0 4 15] 

tlc : r f 0.23 (^nn*M : : 2 8 %ry^=-ri^= 8 0 : 

10:1) ; 

NMR (DMSO-dg) : 5 1.11 (m, 4H), 1.45 (m, 4H), 1.62 (m, 6H), 1.81 (m, 1 
H), 1.97 (m, 1H), 3.37 (m, 6H), 5.82 (d, J = 5.80 Hz, 1H), 6.19 (m, 1H), 

7.70 (d, J = 5.80 Hz, 1H) 0 
nnWl (4 3) 

(±) -2- [ (IS*, 2R*) -2-75;y^aA^r^] -4- ( 
[0 4 16] 

Ml: 8 5] 




[0 4 17] 

tlc : R f 0.19 (^nn*M : : 2 8 %T> j e-T7K= 8 0 : 

10:1) ; 

NMR(DMS0-d6> $ 1-25 (m, 2H), 1.47 (m, 10H), 1.68 (m, 4H), 2.96 (m, 
1H), 3.37 (m, 4H), 3.73 (m, 1H), 5.83 (d, J = 5.80 Hz, 1H), 5.91 (m, 1H) 



ffiiE#2 003-3 105442 



#K 2002-357446 



^-v: 156/ 



, 7.71 (d, J = 5.80 Hz, 1H) G 

mmmi (4 4) 

2- (2-yVf;V7^xf;vr^) -4- (^-liKD^yv-l-f 
[0 4 18] 



[0 4 19] 

TLC : R f 0.50 (^nnW : : 2 8%TV*^r;ic= 8 0 

: l o : l) ; 

NMR (DMSO-ds, 373. IK) : d 1.37 (m, 6H), 1.60 (m, 2H), 1.80 (m, 5H), 2. 
62 (s, 6H), 2.84 (m, 1H), 2.98 (m, 2H), 3.54 (m, 2H), 4.16 (m, 1H), 4.36 

(m, 1H), 6.08 (d, J = 6.32 Hz, 1H), 6.74 (m, 1H), 7.77 (d, J = 6.32 Hz, 

1H) 0 

mmmi (4 5) 

• 4- (4-Ttf-;vt^7^v- 1 -4 fr) -2- (2-^f^7 5/ xf;V 



Kb 8 6] 




[0 4 2 0] 



ffifE#2 003-3105442 



#M 2002-357446 



^-v: 157/ 



Mb 8 7] 




13 



[0 4 2 1] 

tlc : R f 0.40 (^no*;i/A : ^ ? ;-)i> : 2 8 %r>^e-T7X= 8 0 : 
10:1) 

NMR(DMS0-d 6 ) Id 2.02 (s, 3H), 2.54 (s, 6H), 2.87 (t, J = 6.32 Hz, 2H 
), 3.40 (m, 10H), 6.09 (d, J = 6.04 Hz, 1H), 6.64 (m, 1H), 7.83 (d, J = 
6.04 Hz, 1H) 0 

mmmi (4 6) 

2- (2--J t^-frT ^ S x-7-)VT$. S) -4- (3-*^)V\£^Vi?>-l- 
[0 4 2 21 



H 

[0 4 2 3] 

TLC : R f 0.50 (^nn^A : p( : 2 8 %T ^-7^= 8 0 

: 1 0 : 1) ; 

NMR(DMS0-d6) $ 0.86 (d, J = 6.60 Hz, 3H), 1.14 (m, 1H), 1.34 (m, 1H 
), 1.48 (m, 1H), 1.62 (m, 1H), 1.78 (m, 1H), 2.14 (s, 6H), 2.34 (t, J = 



[ft 8 8] 




mSE# 2003-3105442 



2002-357446 



i-V : 158/ 



6.90 Hz, 2H), 2.44 (m, 1H), 2.76 (m, 1H), 3.27 (m, 2H), 4.16 (m, 2H), 5. 
98 (d, J = 5.80 Hz, 1H), 6.20 (m, 1H), 7.73 (d, J = 5.80 Hz, 1H) 0 

mmmi (4 7) 

2- (2 -T4 y^-f-;i/T^ J) -5-7*n^e-4- 1 Kn7-t£ kf>- 1 
[0 4 2 4] 



[0 4 2 5] 

TLC I R f 0.60 (^nn^jVA : ^ : 2 8%7^-77fc=8 0 : 

l o : l) ; 

NMR (CD3OD) : d 1.65 (m, 4H), 1.90 (m, 4H), 3.21 (t, J = 6.00 Hz, 2H), 
3.73 (t, J = 6.00 Hz, 2H), 4.11 (m, 4H), 8.06 (s, 1H) 0 
##'$12 

2-^nn-4- \l Kn r-tf M >- 1 ->f )V) ^ y*i; ^ 
[0 4 2 6] 



[0 4 2 7] 

2, 4-v^nn^r^^i; >- (l.Og) ^rh7tKn77> (10ml) *#$CK7X 
i^ThijxWr/ (2.1ml) iSiOV^t: Kn7-tffc?> (0.745ml) &2JIJx.> 



[ft 8 9] 




[<b9 0] 




ffilE# 2003-3105442 



#M 2002-357446 



159/ 



m^zm.^-? immmwLfzo Bu&m&mKfr (20ml) zm*., mrnvtzo m 
10:1) -e^u iikrcomnm^-r^mm^m (991m) 

tlc : r f 0.31 :S«xf^3 : 1) ; 

MS(m/z) : 264, 262 (M + H)+ ; 
HPLC^Biri (#) 3.34; 
HPLC^ft : Ao 

mmm2 

2- (2-yxW5/xW^) -4- Knr^> - 1 --f 

[0 4 2 8] 
[ft 9 1] 




H 

[0 4 2 9] 



##M2T$SBtL£lfc'£^ (2-^nn-4- KnT-trfcfV- 1 

;V) ^y*vj y) (300mg) <£> 2 -)V (3ml) }|f^:N, N-5*x.*-/l' 

xfi/>j;rr/' (o.49mi) ztwk, 8 ort 1 §mmmwi>tz 0 KB 

: h »;^-f-;vT^ >= 10:1:0 — 10: 1:0. 3) x«mWkL, i>X 
T<DmmLtt-tZ*5kWtt&m (267mg) *ntzo 
TLC : R f 0.43 (^nn^A : ^ : 2 8 %T>^e>=-T7lc= 8 0 : 

10:1) ; 

NMR (CDCI3) : d 7.80 (d, J = 7.5 Hz, 1H), 7.45 (m, 2H),6.98 (m, 1H), 5.2 
6 (br, 1H), 3.87 (m, 4H),3.53 (m, 2H), 2.66 (t, J = 6.3 Hz, 2H),2.58 (q, 



2003-3105442 



!&m 2002-357446 



^-v : 160/ 



J = 6.9 Hz, 4H), 1.97 (m, 4H),1.66 (m, 4H), 1.04 (t, J = 6.9 Hz, 6H) ; 
MS (m/z) : 342 (M + H)+ 171 ; 
KPLCQkWmm (55*) 12.96; 
HPLC^# I Ac 

ntm 2(1) -mmm 2 06) 
mmm2 (1) 

2- [2- [N, N-tT* (2-tKn^yxf;v) 7^] xf;V7 5/ ] - 
4-tfni;>>V^r^V'; ^ 
[0 4 3 0] 



[0 4 3 1] 

HPLCf#H^ (530 12.78; 
MS (m/z) : 346 (M + H)+ 242 ; 
HPLC^f: Ao 

mmm2 (2) 

2- [3- (-T 5 1 --f ;v) ^ntf^r^y] - 4 - tfn y y; 

[0 4 3 2] 



Hb9 2] 




ffiSE# 2003-3105442 



002-357446 



^-y: 161/ 



Wfc9 3] 



Q 

CXX 




[0 4 3 3] 

HPLCftHI (ft) 12.96; 
MS (m/z) : 323 (M + H)+, 215 ; 
HPLCM I Ao 

mmm2 (3) 

2- (2 -^v* 1 ; yjc^-;vr^ y) -4-fcfn'j yy+t'/U ^ 
[0 4 3 4] 



[0 4 3 5] 

HPLCWFI (530 12.77; 
MS (m/z) : 328 (M + H)+ 242 ; 
HPLC^f: Ao 

mmw2 (4) 

2- [3- (2 -^T-ji/tf^ 1 ; v^- 1 — f;v) yntfjvr^y] -4-tfnv 

[0 4 3 6] 



[ft 9 4] 




miE#2 003-3105442 



#M 2002-357446 



^-v: 162/ 



[ft 9 5] 



CO, 



N 
H 




[0 4 3 7] 

H P L cfia* mm (#) : 2. 98 ; 
MS (m/z) : 354 (M + H)+ ; 

0 hplcM:a 0 

mMM2 (5) 

2- [2- [N, N-fcf* (2-tKn + yxf;v) o^;VT^y] - 

4 -e^'j yj^vv > 



[0 4 3 9] 

HPLCWFfl (#) 12.87; 

MS (m/z) : 719 (2M + H)+, 360 (M +H)+ ; 

HPLCM I A 0 

mmm2 (6) 

2- [3- (-f5^V-;v-l — f;v) T'ntf^T^y] - 4 - 1?^ V vV 
[0 4 4 0] 



[0 4 3 8] 
[ft 9 6] 




H 



miIE# 2003-3105442 



S$m 2002-357446 



^-y : 163/ 



Mb 9 7] 




[0 4 4 1] 

HPLC&wmm (ft) :3.oi; 

MS (m/z) : 337 (M + H)+, 229 ; 
HPLC^fr : Ao 

mm 2 (7) 

2- (2-Wjyxf;V7^) -4-fcf^ 1 ; yV^rtV'J > 
[0 4 4 2] 
Kt9 8] 




HPLCii^ (#) 12.90; 
MS (m/z) : 342 (M + H)+ ; 
HPLC^ft : Ao 
^MM2 (8) 

2- (3-^n'j^/ynif;i/7^) - 4 - tf^V vV > 
[0 4 4 4] 



ffifl^F 2003-3105442 



!$m 2002-357446 



^-v*I 164/ 



Mb 9 9] 



0 



N 
H 



[0 4 4 51 

HPLC^UFI (#) 12.98; 
MS (m/z) : 340 (M + H)+ 229 ; 
HPLC^fr: A 0 

mm 2 (9) 

2- [2- (1 -^7-;Vfcfni;> ? >'-2 -'OV) xf;l/7$/] -4-tf^Vv? 
[0 4 4 6] 

Wbi o o] 



H 

[0 4 4 7] 

HPLCTOI (#) .'2.98; 
MS (m/z) I 340 (M + H)+ 170.5 ; 
HPLC^fr : A 0 

mmm2 (1 o) 

2- (i-^;veni;> ? >'-2-'f;v^;VT^y) -4 -fcf^D ^/^t , Z 
[0 4 4 8] 




£BSE# 2003-3105442 



#M 2002-357446 



^-v : 165/ 



Cfti o i] 




[0 4 4 9] 

HPLC^Uri (#) 12.96; 
MS (m/z) : 340 (M + H)+ ; 
HPLCM: Ac 
H»J2 (11) 

2- (2, 2 - f - 3 - y ^ f ;i/7 5y b°JV7 5 ; ) -4-tf^ 1 ;^ 

[0 4 5 0] 
[ttl 0 2] 




[0 4 5 1] 

HPLC#J#Bffia (ft) 13.00; 
MS (m/z) : 342 (M + H)+ ; 
HPLCM: Ac 

mmw2 (i 2) 

2- (2-^^fil'7 5y'/De;V7 5y) - 4 -\£**V yV *?i-*sv y 
[0 4 5 2] 



tblE#2 003-3105442 



#0 2002-357446 



^—7: 166/ 



Utl 0 3] 




N CH 3 
H I u 



CH. 

[0 4 5 3] 

HPLC«itl*W (*) 12.94; 
MS (m/z) I 314 (M + H)+ ; 
HPLCM I Ao 

mmm2 (i 3) 

2- (2-^if^7 5yxf;VT5 7) - 4 - tf^V >V V'J > 
[0 4 5 4] 
[it 1 0 4 ] 



0 



H 

[0 4 5 5] 

HPLC§t^ 03-) :2.94; 
MS (m/z) I 328 (M + H)+ ; 
HPLCM : Ao 
mMM2 (1 4) 

2- (3-yxf^75y7°nti>75y) - 4 - tf^V >V V > 

[0 4 5 6] 



mtE#2 003-3105442 



#M 2002-357446 



^-v* : 167/ 




[0 4 5 7] 

HPLCMW (#) 12.98; 
MS (m/z) I 342 (M + H)+ 314, 229 ; 
HP LC^# I Ao 

nmm2 (1 5) 

2- /-fu\£)VT^ y) 

[0 4 5 8] 
Ut 1 0 6 ] 



- 4 - tr^u > 




[0 4 5 9] 

HPLCW^ (^) 12.96; 
MS (m/z) ! 356 (M +H)+, 178.5 ; 
HPLC Ao 

nmw2 (i 6) 

2- [3- [N, N-tT.X (2 -t: Kn^ri/Jif-;w) 757] 7'tft?;VT^y] 

- 4 - tr^ v >v > 

[0 4 6 0] 



tBfE# 2003-3105442 



#M 2002-357446 



^-i?: 168/ 



Utl 0 7] 



0 




OH 

[0 4 6 1] 

HPLCTOfl (#) 12.92; 
MS (m/z) : 374 (M + H)+ 356, 314 ; 
HPLC^ft : Ac 
mMM2 (1 7) 

2- (3->^?-;vt^ 7 •/ntf;l/T5 J) - 4 - tf^ 1 ; vV > 
[0 4 6 2] 
[ftl 0 8] 




[0 4 6 3] 

HPLC^Bf^ (#) :2.96; 
MS (m/z) I 314 (M + H)+ ; 
HPLCM: Ao 

mmm 2 (is) 

2- (2-^y^;VT^y- 1 - ^f;i/xf;i/7^/) - 4 - \£f) S J J *± V 

mgE# 2003-3105442 



#0 2002-357446 



^-y I 169/ 



[0 4 6 4] 
lit 1 0 9 ] 



O 



*3 



H 

[0 4 6 5] 

HPLC^HW :2.92; 
MS (m/z) ! 314 (M + H)+ ; 
HPLC^f: Ao 

mmm 2 (19) 

2- [3- (2 1 — f;v) ^ntr/ursy] -4-vf^'J 
[0 4 6 6] 

frfti 1 0] 




CH 3 



[0 4 6 7] 

HPLC^HW (55*) :3.03; 
MS (m/z) : 368 (M + H)+, 229 ; 
HPLCM: Ao 

mmm 2 (20) 

2- [2- [N, N-fcfX (2-tKn + yxf;V) T^7] Ji^-;VT^y] - 

4- 12 Knr-tfvfv- 1 ->f;v) > 



ffliiE#2 003-3105442 



!$m. 2002-357446 



^~S> : 170/ 



[0 4 6 8] 

m 1 1 1 1 




H 

[0 4 6 9] 

HPLCfiy#f$HS (^) 12.90; 

MS (m/z) : 747 (2M + H)+,374 (M + H)+ ; 

HPLC^fr : Ao 

HifeM2 (2 1) 

2- [3- (^f ^ y\r—fr— i -^f;v) T'ntf^r^y] -4- (A-tFor 

[0 4 7 0] 

Mb i i 2 ] 




[0 4 7 1] 

HPLCf^ (ft) 13.09; 
MS (m/z) : 351 (M + H)+ ; 

hplcM:a 0 . 

mtm2 (2 2) 

2- (2- ; e;v* , j/if;v7^) -4- Knr-tfn 0 ^- 1 --r/u) 



miiE# 2003-3105442 



Vfcm 2002-357446 



/<— s> : m/ 



[0 4 7 2] 
mi 13] 




H 

[0 4 7 3] 

HPLC§#HK (530 12.96; 

MS (m/z) I 711 (2M + H)+ 356 (M + H)+ ; 

HPLCif: Ao 

^tJ&0II 2(23) 

2- (3-k'n'J^yynt>7^) -4- (ac-h Knr-tf 1 ;v 
) 

[0 4 7 4] 

frfti i 4] 




[0 4 7 5] 

HPLCffiHSltHfl (530 :3.05; 
MS (m/z) I 354 (M + H)+ ; 
HPLCM: Ao 
3UfeM2 (2 4) 

2- [2- (1 -^^)V\£u^)V>-2-4 )V) jL^frT^y] -4- 

mtiE# 2003-3105442 



#M 2002-357446 



^-v : 172/ 



[0 4 7 6] 
litl 1 5] 




H 

[0 4 7 7] 

HPLC^fHK (#) 13.03; 
0 MS (m/z) I 707 (2M + H)+ 354 (M + H)+ ; 
HPLC^#I Ao 

nnw2 (2 5) 

2- (1 -^-f-;i/t°ni; v>- 2 -^r;i/^^;vr^ y) -4- (^-tKnr-lf 
bf^-1 — i)V) *i-v*v> 
[0 4 7 8] 
Hfcl 1 6] 




[0 4 7 9] 

HPLC^FI (550 13.03; 
MS (m/z) : 354 (M + H)+ ; 
HPLCM : Ao 

mmm2 (2 6) 

2- (2, 2-y^f;V-3 - 9 J**f-frT ^ J ~fu\L$/T\ J) -4- (/t-fc 

ffiiE#2 003-3105442 



2002-357446 



^-v>: 173/ 



[0 4 8 0] 
lit I 1 7] 




[0 4 8 1] 

HPLCfM (#) 13.05; 

MS (m/z) I 711 (2M + H)+, 356 (M + H)+ ; 

HPLC^ft I Ac 

mmm2 (2 7) 

2- (2 -v^^T ^ /-/n \£)VT ^ y) -4- Knr-iftf^- 1 

[0 4 8 2] 

Wbi i 8] 




CH, 



[0 4 8 3] 

HPLC^Ufi (fr) :s.oi; 

MS (m/z) : 328 (M + H)+; 
HPLC##: Ac 
mMM2 (2 8) 

2- (3 -vjh 7-^7 5 /T'nif^T^ 7) -4- (A-tKnr-fe't^-l 



tHiE# 2003-3105442 



#0 2002-357446 



^-vl 174/ 



[0 4 8 4] 

mi 1 9] 



o 




'3 



^H 3 



[0 4 8 5] 



HPLcmmna :3.05; 

MS (m/z) : 356 (M +H)+ ; 
HPLC&# : Ac 
H»J2 (2 9) 

2- (S-WJ/^nt'^T^) -4- (/N°-t: KnT-tft°^- 1 --T;v 
) ^t7'; V 

[0 4 8 6] 
Htl2 0] 



[0 4 8 7] 

HPLC§^| (#) 13.00; 
MS (m/z) I 370 (M + H)+ ; 
HPLC^# : Ac 
HWJ2 (3 0) 




WSE# 2003-3105442 



#M 2002-357446 



5>: 175/ 



2- [3- [N, N-tf* (2-tKn^>x^) T^y] ^n^r?/] 
-4- Knr-tf t?>- 1 -A )V) ^rtV'J > 

[0 4 8 8] 
Hfcl 2 1] 



[0 4 8 9] 

HPLCf#Hi (#) :2.96; 
MS (m/z) : 388(M + H)+ ; 
HPLC^ft I Ao 

mmm2 (3 d 

2- (2-y^f;V75 7-l-^f;Vxf;i/7^y) -4- (A«-tiKnr-£ 

tf>-i--r;v) ^rtyj > 

[0 4 9 0] 
iitl 2 2] 



H 

[0 4 9 1] 

HPLCiTOI (#) 12.98; 
MS (m/z) : 328 (M + H)+ ; 
HPLC^ft: Ao 




OH 




miE#2 003-3105442 



!&m 2002-357446 



: 176/ 



l£!ifeM2 (3 2) 

2 _ [3- (2-^f;Vtf^'Jy>'-l-^;V) ynvf;VT^y] -4- 

[0 4 9 2] 
[it I 2 3] 



[0 4 9 3] 

H P L C^3#Bf K (530 13.11 ; 
MS(m/z) ! 382 (M + H)+, 243 ; 
HPLC^fr I Ao 

mmm2 o 3) 

[0 4 9 4] 
Hfcl 2 4] 



[0 4 9 5] 

HPLCffifiF«FM (30 :2.83; 
MS(i/z) I 286 (M + H)+, 241 ; 
HPLC^ : Ao 
HJ&M2 (3 4) 





ffifE# 2003-3105442 



#M 2002-357446 



^-■2; : 177/ 



2- (2-lfn'Ji;/if^75y) -4-tfniJy7^rtV ,, r/ 
[0 4 9 6] 
frftl 2 5] 

H 

[0 4 9 7] 

HPLC#8N$IHI (#) :3.n; 
MS (m/z) : 312 (M + H)+, 241 ; 

hplcM:a 0 

mm 2 (3 5) 

2- (3 -\£uy >v ^d^7 5 >0 -4-t , n'j^y+tv'V> 
[0 4 9 8] 
Kfcl 2 6] 




[0 4 9 9] 

HPLCfM (#) 12.89; 
MS (m/z) : 326 (M + H)+, 215 ; 



HPLC^: Ac 
mMM2 (3 6) 

2- (2-fc?^';^yj^;vT^y) -4-^ni;v?/^t^r/ 

[0 5 0 0] 

ffiiE# 2003-3105442 



#H 2002-357446 



^-v: 178/ 



Hfcl 2 7] 

Q 




H 

[0 5 0 1] 

HPLCfi^fifW (#) 12.90; 
MS (m/z) I 326 (M + H)+ ; 
HPLCifr: A„ 
3b«fl2 (3 7) 

2- (2- (l-^f;i/k , nv^>-2-'f^) 3-^-)vr^s) -4-fc?ny>? 

[0 5 0 2] 
Mfcl 2 8] 




[0 5 0 3] 

HPLC§#S|FI (53*) 12.90; 

MS (m/z) : 651 (2M + H)+, 326 (M + H)+ ; 

HPLC#fe# I Ao 

mmm2 (3 8) 

2- (1 -Jc^VkfniJ i?>-2-4 )V*?-)VT^ J) - 4 - If n V VS *± V 
[0 5 0 4] 



ffiSE# 2003-3105442 



$NB 2002-357446 



179/ 



Utl 2 9] 




[0 5 0 5] 

HPLC§#^ (530 12.89; 
MS (m/z) : 326 (M + H)+ ; 
0 HPLC^ft: Ao 
nMM2 (3 9) 

2- (2, 2 3 - 5 J ^fu\£)VT< S) 



[0 5 0 7] 

HPLCfiCT (#) 12.94; 
MS (m/z) : 328 (M + H)+ ; 
HPLC## : Ao 
mMM2 (4 0) 

2- (2-^wuyD^75;) -4 -tfni; >V 3rf-V'J > 
[0 5 0 8] 



[0 5 0 6] 

Mbi 3 o] 




tfiSE# 2003-3105442 



ijfJH 2002-357446 



: 180/ 




CH 3 

H 6h 3 

[0 5 0 9] 

HPLCftJ^B (#) 12.89; 
MS (m/z) : 300 (M + H)+, 150.5 ; 
HPLC^ft: Ao 
%ttffl2 (4 1) 

2- (2-Vxf;V7^xW^y) — 4 — fcftt 'J yV ^rtVJ V 
[0 5 10] 




[0 5 11] 

HPLC«#B*W (#) : 2.89 I 
MS (m/z) : 314 (M + H)+, 241*; 
HPLC*#: Ao 
HJ&W2 (4 2) 
2- (3-^xf^7 5 y yntf^T^y) -4-tfnVv. 
[0 5 12] 



ffiSE# 2003 -3105442 



2002-357446 



^-v : 181/ 



mi 3 3] 



Q 
OX 




3 



H 



[0 5 13] 

HPLC«#R#F3 (ft) 12.92; 
MS (m/z) : 328 (M + H)+ ; 

hplcM:a, 

mm 2 (4 3) 

2- (3 y y 7"nif;vT^ y) -4-tfni;sv**-:/ij > 

[0 5 14] 
Mbl3 4] 



[0 5 15] 

HPLC§tHS (#) :2.89; 
MS (m/z) I 342 (M + H)+ ; 
HPLC^# I Ac 
(4 4) 

2- [3- [if* (2-fc Kn^ri/xf^) T^y] yu if ;vr 5 7 ] -4 -if 
[0 5 16] 




ffiiE# 2003-3105442 



mm 2002-357446 



182/ 



Utl 3 5] 



(XX 



N 
H 



S 



OH 



[0 5 17] 

HPLCi%&Wffl (#) :2.89; 
0 MS(i*/z) 1 360 (M + H)+ ; 

HPLC^ft : Ao 

mmm2 (4 5) 

2- (3 -v^^f-^T^ y tf;vr^ y) -4-tfnu yV^tyj > . 



[0 5 19] 

HPLC§#^ (#) 12.89; 
MS (m/z) I 300 (M + H)+ 255 ; 
HPLC^fr: Ao 
^6fe#|2 (4 6) 

2- (2 -¥*^-)VT$. J- 1 -^^-;VJr.f-;l/T^ /) - 4 - tf n i; >V V 
[0 5 2 0] 



[0 5 18] 
[<b 1 3 6 ] 




tbtiE#2 003-3105442 



2002-357446 



5>: 183/ 




N CH3 CH3 
N 




[0 5 2 1] 

HPLC^M {&) 12.87; 
MSWz) I 300 (M + H)+ ; 
HPLC^f : Ac 

mm 2 (47) 
1; > 

[0 5 2 2] 
Hfcl 3 8] 



iPTl / 



CH 3 




H 

[0 5 2 3] 

HPLC«JWm (550 :2.9i; 

MS (m/z) : 312 (M + H)+ ; 
HPLC^ft : Ao 
H«!I2 (4 8) 

2- [2- [N, N-tf* (2-liKn + i/xf;v) T^/] xW^] - 

4- KnrVv>-- 1 --f ;v) 

[0 5 2 4] 



ffilE# 2003-3105442 



#12002-357446 



^-v: 184/ 



mi 3 9] 



o 




H 

[0 5 2 5] 

HPLCUWmm (#) :3.oo; 

MS (m/z) : 775 (2M + H)+, 388 (M + H)+ ; 
HPLC^f I Ao 
fffiM2 (4 9) 

2- (2-k'n'jyVxf;v7^) -4- (AC-fc Kn7^»- 1 ->f ;V) 
[0 5 2 6] 

Kti 4 o] 



H 

[0 5 2 7] 

HPLC^Blfl (^) 13.02; 
MS (m/z) : 354 (M + H)+ ; 
HPLCM: Ao 
HWU2 (5 0) 

2- (3-^f5r/-;V-l-'f;i/7 P Dt>75/) -4- (^-KKDT^ 




miiE#2 003-3105442 



#M 2002-357446 s<-i? : 185/ 



[0 5 2 8] 
Mbl 4 1] 




[0 5 2 9] 

HPLCfiMWW (#) 13.07; 

MS (m/z) : 729 (2M + H)+, 365 (M + H)+ ; 

HPLC^fr : Ao 

mmm2 (5 1) 

2- (2-WJ/if;P7^) -4- KtKnTyy^-l-'f^) 

[0 5 3 0] 

Kfcl 4 2] 




[0 5 3 1] 

HPLCTOn (^) 13.01 ; 

MS (m/z) : 739 (2M + H)+ 370 (M + H)+ ; 

HPLC^ft: Ao 



ffi!E#2 003-3105442 



2 002-357446 



^-y : 186/ 



mm 2 (5 2) 

2- (3 -eny yn tfjvr ^ y) 
) 

[0 5 3 2] 
Wfel 4 3] 



4- (;i-tKn77y>-l->f;v 




[0 5 3 3] 

HPLCfM (#) :3.n; 

MS (m/z) : 368 (M + H)+, 184.5 ; 

HPLCi#:A 0 

^J6M2 (5 3) 

2- (2-tf^'JyVxf;vr^y) 

[0 5 3 4] 
Hfcl 4 4] 



-4- (/<-KKnr7v>-l-^^) 




[0 5 3 5] 

HPLCfiHWIB (#) 13.07; 
MS (m/z) I 368 (M + H)+, 184.5 ; 



mgE# 2003-3105442 



#M 2002-357446 

HPLC^ft: Ao 

mmm2 (54) 

2- [2- (i-^^-;nfni;^>-2-^f;v) xw^] 

[0 5 3 6] 
Utl 4 5] 




H 

[0 5 3 7] 

HPLCfiy#B#B (30 13.09; 

MS (m/z) : 735 (2M + H)+ 368 (M + H)+ ; 

HPLC^# I Ao 

(5 5) 

2- (l-xf^lfD>j yy-2-^Wf;V7< 7) -4- (;^tKnr7 
1 — f ;v) ^rt7V > 




[0 5 3 9] 

HPLCW^ (#) 13.09; 



^-v: 187/ 



-4- (^°-fc: 



tHiE# 2003-3105442 



002-357446 



^-v : 188/ 



MS (m/z) : 368 (M + H)+, 207; 
HPLC^f: Ac 

mmm 2(56) 

2- (3-v ? ^^-;VT^/-2, 2-^f;V7'nt?JV7^) -4- (^-fc 

[0 5 4 0] 
Wfcl 4 7] 




[0 5 4 1] 

HPLCfiWWfH 13.11; 
MS (m/z) : 370 (M + H)+ ; 
HPLC^ff : Ao 
^l»J2 (5 7) 

2- (2-v ? ^^-;v-r^y7 p ntf;wr^y) 

[0 5 4 2] 
Mfcl 4 8] 



4- (/^tKnr'/'^-l- 




[0 5 4 3] 



mSE# 2003-3105442 



&m 2002-357446 



^-v: 189/ 



HPLCfiHWW (530 13.07; 
MS (m/z) : 342 (M + H)+ ; 
HPLC^# : Ao 

mmm 2(58) 

2- (2-yif;l/7 5yxf;i/T$7) -4- Kn T 1 

[0 5 4 4] 
Mb 1 4 9 ] 



H 

[0 5 4 5] 

HPLCfiaWIH! (#) 13.05; 
MS (m/z) : 356 (M + H)+ ; 
HPLC^#: Ao 
&H$f2 (5 9) 

2- (3-vxf;i/7^yynt:>7^) -4- (A-tKnTVyV-l- 

[0 5 4 6] 
Mfcl 5 0] 





m!EE#2 003-3105442 



#M 2002-357446 



^-v : 190/ 



[0 5 4 7] 

hplc§^ (#) : 3.ii ; 

MS (m/z) : 370 (M + H)+, 185.5 ; 
HPLC^fr: Ao 
(6 0) 

2- (S-^^'J/^n^VT^/) -4- (AC-fc Knr/'»- 1 ->f ^ 

) 

[0 5 4 8] 
Iftl5 1] 




[0 5 4 9] 

HPLC^#^fF^ (530 13.07; 
MS (m/z) : 384 (M + H)+ ; 



HPLC## I Ao 
HWJ2 (6 1) 

2- [3- [N, N-fcT;*. (2-th*n^yxf;i/) T^y] /nt>7^] 
-4- (;N-tKn7yy^-l-f^) *f-*SV > 
[0 5 5 0] 



ffiiE#2 003-3105442 



2002-357446 



^-v>: 191/ 



Hfcl 5 2] 




OH 

[0 5 5 1] 

HPLCW1 (^) 13.03; 
MS (m/z) I 402 (M + H)+ ; 
HPLC^f I Ao 

mmm2 (6 2) 

2- (3 -V**?-)VT ^ J ya t?/ur * y) -4 - (/-c-fc Kn7V'»- 1 

[0 5 5 2] 
Mb 1 5 3 ] 




CH 3 

[0 5 5 3] 

HPLCfiy#H#W (590 13.07; 
MS (m/z) : 342 (M + H)+, 297 ; 
HPLCM : Ao 
MMM2 (6 3) 

2- (2-^f;V7^/-l-^f;i'if;i'75/) -4- (A-tKnTV 



ffifiE#2 003-3105442 



<$m 2002-357446 



^-v I 192/ 



[0 5 5 4] 
[Ifcl 5 4] 




[0 5 5 5] 

HPLC^Bf^ (5") :3.02; 
MS (m/z) I 342 (M + H)+ ; 
HPLCM : Ao 
%mm2 (6 4) 

2- [3- (2 -^^vt?^ 1 ; i -4 ;v) ^nt>75y] -4- 

[0 5 5 6] 
[<bl5 5] 




[0 5 5 7] 

HPLCWFI 13.14; 
MS (m/z) I 396 (M + H)+, 198.5 *, 



HPLCM: Ao 
11^12 (6 5) 



ttSSE# 2003-3105442 



mm 2002-357446 



2- ( l - ^ f ;i/tfn 'j - 2 - ^f ;m f ;VT 5 / ) -4- fcKnrV 

[0 5 5 8] 
Mfel 5 6] 



[0 5 5 9] 

HPLC##l$ffl (#) 13.07; 
MS (m/z) I 354 (M + H)+ ; 
HPLCM: Ao 
Hifc#!l2 (6 6) 

2- [2- [N, N-tfX (2 Kn^i/xf^) T^/] if^T^] - 
4- (3-7flfy^D [3. 2. 2] / ^ > - 3 - -f ;V) V 
[0 5 6 0] 
Hfcl 5 7] 





H 



[0 5 6 1] 

H P L C^#B#F4 (530 : 3. 01 ; 

MS (m/z) ! 799 (2M + H)+, 400 (M + H)+ ; 



tBSE# 2003-31054 



#M 2002-357446 ^- v : 194/ 

mm 2 (6 7) 

2- (2-en'JyVxf;vr^) -4- (3 -T^tT^^ n [3. 2. 2] 

[0 5 6 2l 
Mfcl 5 8] 




[0 5 6 3] 

HPLCfiHWm (#) I3.09; 
MS (m/z) : 366 (M + H)+, 207 ; 



HPLC^fr: Ao 
HJfeflI2 (6 8) 

2- [3- W^rZ-^-l-^f^T^y) yoifjl/] -4- (3-T-ftfv 
[3. 2. 2] 3 ->f;v) ^t'/V> 

[0 5 6 4] 
Mfcl 5 9] 

N 




[0 5 6 5] 

HPLC^Bt^ (^) : 3.ii ; 

MS (m/z) I 753 (2M + H)+, 377 (M + H)+ ; 
HPLC^ft I Ac 



tB!E# 2003-3105442 



!&m 2002-357446 ^-v : 195/ 

mmm2 (6 9) 

2- (2-^V*'^if;VT5y) -4- (3 -T^f fcfv^n [3. 2. 2] 
3 ^r^-V;> 
[0 5 6 6] 
Hfcl 6 0] 




HPLC«#B#H (53*) 13.05; 

MS (m/z) I 763 (2M + H)+, 382 (M + H)+ ; 

HPLC^ft : Ao 

mm 2 (7 0) 

2- (3-tfni; y/ynt?;v7 5 y) -4- (3 -T^ffcTv* tf [3. 2. 2 
] 3 --f/U) ^rtV*'J > 

[0 5 6 8] 

Mbi 6 l] 




[0 5 6 9] 

HPLCf£#B#K (53*) :3.n; 

MS (m/z) : 380 (M + H)+, 190.5 ; 
HPLC^fr: Ao 



tbiE# 2003-3105442 



#M2 002-357446 



^— Z>: 196/ 



(7 1) 

2- (2-^°^ 1 ; ?/xW5 J) -4- (3-T^ffcfv^n [3. 2. 2] 

[0 5 7 0] 
Mb 1 6 2 ] 



[0 5 7 1] 

HPLCfiysmw (#) I 3.11 ; 
MS (m/z) : 380 (M + H)+ ; 
HPLC*# : Ao 

nmm 2 (72) 

2- [2- (i-^f;ven'j^>-2 — r;v) -x^r^/] -4- (3-7 
*f\**/?u [3. 2. 2] /^-3-'f ;v) W.W 
[0 5 7 2] 




frftl 6 3] 




H 

[0 5 7 3] 

hplc^#b^ (ft) :3.n; 

MS (m/z) : 380 (M + H)+ ; 



HPLCM I Ao 



ffifflE#2 003-3105442 



mm. 2002-357446 



197/ 



mm2 (7 3) 

2- (i-JL^;nfni;^v-2--f;i/^^-;i/r^y) -4- (3 -T^ffcTv? 
n [3. 2. 2] ->f ;v) WJ> 

[0 5 7 4] 
Mfcl 6 4] 




MS (m/z) : 380 (M + H)+ ; 
HP LC^fr I Ao 
mmW2 (7 4) 

2- [3-^f;i/7^y-2, 2 -i?^f;v/n tf;vr^ -/] -4- (3-7 
f^y^n [3. 2. 2] y^>-3-^f;v) ^rtvr/ 

[0 5 7 6] 
[<fcl 6 5] 




/CH 3 

N 

HH 3 C CH 3 3 

[0 5 7 7] 

HPLCi^ (#) 13.14; 
MS (m/z) : 382 (M + H)+ ; 
HPLC*#: Ao 
$mm2 (7 5) 



ffiiE# 2003-3105442 



#M 2002-357446 t-z? : 198/ 

2- (2-^^f;VT^^nt>r^) -4- [3. 2 

. 2] y^>-3->Ol') ^rtW V 
[0 5 7 8] 
lit 1 6 6 ] 




[0 5 7 9] 

HPLCfiH^ (fl*) 13.09; 
MS (m/z) : 354 (M + H)+ ; 
HPLCM I Ao 
H«!!2 (7 6) 

2- (2-yxf-;i/7 5/ xf;i/7 5/ ) -4- ( 3 -T'-if fcf n [3. 2. 
2] y^y-S-^()V) ^f>/'J > 
[0 5 8 0] 
[ftl 6 7] 

* 0 




H 

[0 5 8 1] 

HPLC^Bfftg (ft) 13.06; 
MS (m/z) : 368 (M + H)+ ; 



HPLC^fr : Ao 
%mm2 (7 7) 



tBSE# 2003-3105442 



002-357446 



^-v*. 199/ 



2- (3-^xfA/T5y^ne)l/r?y) 

. 2] y^^-3--r;v) 

[0 5 8 2] 
Hfcl 6 8] 



-4- (3-Tife->^D [3. 2 




[0 5 8 3] 

HPLC§iH^ (30 13.14; 
MS (m/z) : 382 (M + H)+, 191.5 ; 
HPLCM: Ao 
^»J2 (7 8) 

2- ^n^r^y) 
] 3 -'f/u) 

[0 5 8 4] 
Utl 6 9] 



4- (3-T-ftfy^n [3. 2. 2 




[0 5 8 5] 

HPLCfiH^ (53*) :3.08; 

MS (m/z) : 791 (2M + H)+, 396 (M + H)+ I 

HPLC^ft : Ac 



miE# 2003-3105442 



#12002-357446 



200/ 



mMM2 (7 9) 

2 _ [3- [tfx (2-KKn*->xf^) :/n fc?;vr ^ /] -4- ( 

3-Tfb*y^n [3. 2. 2] /t>-3-f^) > 
[0 5 8 6] 
Hfcl7 0] 



[0 5 8 7] 

HPLCftHFI (£0 13.05; 
MS(m/z) 1414 (M + H)+ ; 
HPLCi#:Ao 
Hl»!l2 (8 0) 

2 _ (3-y^f;V7^^nii>T^) -4- (3-7fb*y^n [3. 2 
. 2] y^>-3-^r;v) ^r^/U> 

[0 5 8 8] 
Mb 1 7 1 ] 




OH 




H CH 3 

[0 5 8 9] 



HPLC^HI (#) 13.09; 
MS(m/z) I 354 (M + H)+ ; 
HPLC^#: Ao 



ffi8E# 2003-3105442 



#M 2002-357446 



^-y: 201/ 



3£%0I2 (8 1) 

2- (2-^W5y-l-^f^iW5/) -4- 

n [3. 2. 2] )V) *i-v~vy 

[0 5 9 0] 
[It 1 7 2 ] 





CH3 CH3 

H 

[0 5 9 1] 

HPLCfia*WPW (530 :3.07; 
MS (m/z) : 354 (M + H)+ ; 
HPLCM: Ac 
mffiM2 (8 2) 

2- [3- {2-ff-)V\£s<W>-l-4 )V) y°u\£)VT$ Si -4- (3 

rfey^n [3. 2. 2] y^>-3-^;v) ^tvj > 

[0 5 9 2] 

at 1 7 3 ] 




CH 3 



[0 5 9 3] 

hplc§M (#) :3.i8; 

MS (m/z) : 408 (M + H)+ ; 
HPLCift : Ao 



miE# 2003-3105442 



mm. 2002-357446 



^-y : 202/ 



$mw2 (8 3) 

2 _ (i-^^-;vtfni;v>-2--f;V^^;VT^y) -4- (3-T^fkTv* 
n [3. 2. 2] 7^>-3--f;v) df^-Vyv 
[0 5 9 4] 
Mbl 7 4] 




[0 5 9 51 

HPLC^K (#) 13.09; 

MS (m/z) I 731 (2M + H)+, 366 Of + H)+ ; 

HPLCM : Ao 

mum 2 (8 4) 

2- (2-^W5>'xW5/) -4-^ 1 JyV^ft > / , J > / 
[0 5 9 61 
Utl 7 5] 

O 

H 

[0 5 9 71 

MS (m/z) I 300 (M + H)+ ; 
HPLC^B (550 13.83; 
HPLC^ft : Bo 
lHife#!l2 (8 5) 

2- (2-t?n'Jv^/xf;V75/) - 4 - ^V 1 ; > 

mtiE# 2003-3105442 



#M 2002-357446 



: 203/ 



[0 5 9 8] 
frffcl 7 6] 



0 




H 



[0 5 9 9] 

NMR (DMS0-d6) I d 7.66 (d, J = 7.2 Hz, 1H), 7.48 (m, 1H), 7.30 (d, J = 8 
.4 Hz, 1H), 7.04 (t, J = 7.2 Hz, 1H), 6.51 (m, 1H), 3.50 (m, 4H), 3.43 ( 
m, 2H), 3.25 (m, 2H), 3.15 (m, 2H), 2.57 (t, J = 6.9 Hz, 2H), 1.66 (m, 1 

oh) ; 

MS (m/z) : 326 (M + H)+, 283 ; 
HPLCfiaWW (53*) 14.16; 
HPL» : Bo 

mmm 2(86) 

2- (2 - \£m py^)VT^ y) -4-tf^u i;y^rtvj > 

[0 6 0 0] 
Utl 7 7] 



H 

[0 6 0 1] 

NMR (DMS0-d 6 ) Id 7.66 (dd, J = 8.4, 0.9 Hz, 1H), 7.49 (m, 1H), 7.30 (d, 
J = 8.1 Hz, 1H), 7.04 (t, J = 7.2 Hz, 1H), 6.45 (m, 1H), 3.40 (m, 4H), 

3.43 (m, 2H), 2.45 (t, J = 7.2 Hz, 2H), 2.37 (m, 4H), 1.66 (m, 6H), 1.49 
(m, 4H), 1.38 (m, 2H) ; 




l±iiE#2 003-3105442 



mm 2002-357446 



204/ 



MS (m/z) : 340 (M + H)+ ; 
HPLCfiSFHW (#) 14.16; 
HPLC^fr : Bo 
^«02 (8 7) 

2- (2-tfD'jyVxf;i.7^) -4- M Yu T-*r 1 ->f ^) 

[0 6 0 2] 
Hfcl 7 8] 



[0 6 0 3] 

NMR (DMS0-d6) I d 7.81 (d, J = 8.4 Hz, 1H), 7.44 (m, 1H), 7.25 (d, J = 7 

.8 Hz, 1H), 6.96 (t, J = 7.5 Hz, 1H), 6.29 (m, 1H), 3.81 (m, 4H), 3.39 ( 

m, 2H), 2.56 (t, J = 6.9 Hz, 2H), 2.37 (m, 4H), 1.86 (m, 4H), 1.67 (m, 4 

H), 1.56 (m, 4H) ', 

MS (m/z) : 340 (M + H>+, 215 ; 

KPLCfanmm W 14.41; 

HPLC^fr I Bo 

mmm 2(88) 

2- (2-tT^'JyVxfjV7^y) -4- (/t- Kn r-tf tf V- 1 — T ;V) 
[0 6 0 4] 




H 



mfE# 2003-3105442 



#JP2 002-357446 



^-V: 205/ 



Mbl 7 9] 




H 



[0 6 0 5] 

NMR (DMS0-d6) IS 7.81 (d, J = 8.4 Hz, 1H), 7.44 (m, 1H), 7.25 (d, J = 8 
.4 Hz, 1H), 6.92 (t, J = 8.4 Hz, 1H), 6.23 (m, 1H), 3.86 (m, 4H), 3.38 ( 
m, 2H), 2.43 (m, 2H), 2.36 (m, 4H), 1.86 (m, 4H), 1.56 (m, 4H), 1.48 (m, 
4H), 1.37 (m, 2H) ; 
MS (m/z) : 354 (M + H)+ 
H P L Ci£i#B#W (#) 13. 96; 
HPLC^f : Bo 

mam 2 u 9) 

2- (3-^f;vr^/7'nii>r5;) -4- (ac-is Knr-tftf>- 1 - 

[0 6 0 6] 
Ktl 8 0] 




[0 6 0 7] 

NMR (DMS0-d 6 ) IS 7.80 (d, J = 7.5 Hz, 1H), 7.48 (m, 1H), 7.24 (d, J = 7 

.8 Hz, 1H), 6.95 (t, J = 7.5 Hz, 1H), 6.49 (m, 1H), 3.80 (m, 4H), 3.30 ( 

m, 2H), 2.24 (t, J = 6.9 Hz, 2H), 2.11 (s, 6H), 1.86 (m, 4H), 1.62 (m, 2 



tttfiE# 2003-3105442 



#® 2002-357446 



^-v*! 206/ 



H), 1.56 (m, 4H) ; 

MS (m/z) : 328 (M + H)+ ; 

RFLc&nmm (#) :2.96; 

HPLCM: Ac 
HWJ2 (9 0) 

2- (4 ->^?-;V7^ /) -4- (^-KKDT-lf^-l-^ 

[0 6 0 8] 

Wk i 8 i ] 



[0 6 0 9] 

NMR (DMS0-d6) I 8 7.81 (d, J = 8.1 Hz, 1H), 7.44 (t, J = 8.1 Hz, 1H), 7. 
24 (d, J = 8.1 Hz, 1H), 6.96 (t, J = 8.1 Hz, 1H), 6.57 (m, 1H), 3.81 (m, 
4H), 3.30 (m, 2H), 2.37 (m, 2H), 2.21 (s, 6H), 1.86 (m, 4H), 1.56 (m, 4 
H), 1.50 (m, 4H) ; 
MS (m/z) : 342 (M + H)+ ; 
HPLC«#iF4 (#) :3.oo; 
HPLC^f: Ao 

mmm2 (9 1) 

4- (2-^f;i'75/if;i'75y) -2- KUT4ftf>- 1 -4 

[0 6 10] 




mtE# 2003-3105442 



!$m 2002-357446 



Hfci 8 2] 



CC;X N . 





[0 6 11] 

tlc : R f 0.31 (?Dn*H : y ->u : 2 8%r>> : e-T7R= 8 0 : 
10:1) ; 

NMR (DMS0-d6> I * 7.89 (d, J = 6.9 Hz, 1H), 7.83 (t, J = 6.3 Hz, 1H), 7. 
43 (dd, J = 8.4, 6.9 Hz, 1H), 7.21 (d, J = 7.8 Hz, 1H), 6.98 (dd, J = 8. 
4, 7.8 Hz, 1H), 3.74 (t,.J = 6.0 Hz, 4H), 3.57 (dt, J = 6.3, 6.3 Hz, 2H) 
, 2.54 (t, J = 6.3 Hz, 2H), 2.22 (s, 6H), 1.71 (m, 4H), 1.46 (m, 4H) Q 
mNffl 2 (9 2) 

2- (2-7 3 ;xW5 /) -4- (^-tKnr^V-l-'f*) 

[0 6 12] 
Hfcl 8 3] 



H 

[0 6 13] 

TLC : R f 0.14 (^nn*w : *9 s-fr : 2 8%r>>=e-T7jc= 8 0 : 
l o : l) ; 

NMR (DMS0-d 6 ) I $ 7.81 (d, J = 8.4 Hz, 1H), 7.43 (dd, J = 8.4, 7.2 Hz, 1 
H), 7.25 (d, J = 8.4 Hz, 1H), 6.96 (dd, J = 8.4, 7.2 Hz, 1H), 6.46 (br, 
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^-V. 208/ 



1H), 3.79 (m, 4H), 3.29 (m, 2H), 2.69 (t, J = 6.0 Hz, 2H), 1.85 (m, 4H), 
1.56 (m, 4H) 0 

mmm 2(93) 

2- (2-^W5;xf;vT5;) -4- (/^tKnrVyv-i-'f 

[0 6 14] 
Utl 8 4] 




H 



[0 6 15] 

TLC : R f 0.31 (*nn*;VA : : 2 8 %T>>=e~T7)c= 8 0 : 

l o : l) ; 

NMR (DMS0-d6) • * 1-61 (m, 6H), 1.90 (m, 4H), 2.60 (s, 6H), 2.98 (t, J = 
6.18 Hz, 2H), 3.65 (t, J = 6.18 Hz, 2H), 3.94 (m, 4H), 7.17 (m, 1H), 7. 
42 (m, 1H), 7.57 (m, 1H), 7.96 (d, J = 8.24 Hz, 1H) C 

mmm 2(94) 

4- (3-T^flfv*n [3. 2. 2] Si~>-3-4 )V) -2- (2-v^-f- 

[0 6 16] 
[ftl 8 5] 




H 
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^-v: 209/ 



[0 6 17] 

TLC : R f 0.34 (^nn*W : * * ;-)V : 2 8 %T>^e-T7K= 8 0 : 

i o : i) ; 

NMR (DMS0-d6) I $ 2.01 (m, 10H), 2.56 (s, 6H), 2.77 (t, J = 6.73 Hz, 2H) 
, 3.74 (m, 2H), 4.17 (m, 4H), 6.71 (m, 1H), 7.37 (t, J = 8. 1 Hz, 1H), 7. 
65 (d, J = 8.1 Hz, 1H), 7.83 (t, J = 8.1 Hz, 1H), 8.09 (d, J = 8. 10 Hz, 
1H) 0 

mrnm 2(95) 

2- (2-yVf;V7^if;VT^) -4- H Knr-tf fcf >- 1 ->f 

[0 6 181 
[ftl 8 6] 




[0 6 19] 

TLC : R f 0.45 (^nn*jl/A : ^ 9 J-fr\ 2 8 %T >>=e-T7fc= 8 0 : 

i o : l) ; 

NMR (DMS0-d6) • * 1-56" (m, 4H), 1.85 (m, 4H), 2.16 (s, 6H), 2.39 (t, J = 
6.87 Hz, 2H), 3.37 (m, 2H), 3.80 (m, 4H), 6.23 (m, 1H), 6.96 (m, 1H), 7 
.25 (d, J = 8.24 Hz, 1H), 7.44 (m, 1H), 7.81 (d, J = 8.52 Hz, 1H) 0 
##0113 

2- [1- (t --7\>**sUfr#—fr) — f;v^f;v75y] - 
4- (^-fc Yur^}£z/- 1 tfi;^v> 
[0 6 2 0] 
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^-v : 210/ 



mi 8 7] 




[0 6 2 1] 

N, N-^fA'XfV>5;75 VO-ft*?*) 1 - (t--/f^y*^-^ 
) vi 0 nv> ? >-2-^;v^^;vT5 ^Srfflv^rHi&^I 1 'C^^tt^^fciwi^ 

TLC : R f 0.45 (?nn*M : ^*/-;v=9 : l) ; 

NMR (CDC1 3 ) : a 7.65 (m, 1H), 5.81 (d, J = 6.3 Hz, 1H), 4.01 (m, 1H), 3. 
52 (m, 8H), 1.89 (m, 4H), 1.75 (m, 4H), 1.55 (m, 4H), 1.46 (s, 9H) ; 
MS (m/z) : 376 (M + H)+ ; 
HPLC^t : Bo 

2- (\£uVZ?>-2-4 ^^f^T^y) -4- (yc-t YuTM\*y- 1 - 
[0 6 2 2] 



[0 6 2 3] 

3 tzmZk Lfzft&Vo (1. 06 g) K?JO$T 95%h'J7 nBfcSfcdcflSFift 
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i-v: 211/ 



(20 mD zmz., u^m^ox:x-2mmmwLfzo Rmm&w*mmL, mm 

^on*;vA : : 2 8 %ry*=-T7k= 8 o : l o : D t?*s$&u 

mTO%tt^t^^1-^*^^% (0.72 g) ^#7to 

TLC : R f 0.08 (^nn*H : : 2 8%T^ j e-T7jc=8 o : 

l o : l) ; 

NMR (CDC1 3 ) : 8 1.48 (m, 6H), 1.73 (m, 4H), 2.07 (m, 2H), 2.76 (m, 2H), 
3.02 (m, 2H), 3.14 (m, 2H), 3.55 (m, 3H), 3.89 (m, 1H), 4.84 (d, J = 6.3 
0 Hz, 1H), 5.78 (d, J = 6.30 Hz, 1H), 7.79 (d, J = 6.30 Hz, 1H) ; 
MS (FAB, Pos., Glycerin + m-NBA) (m/z) : 276 (M + H)+ Q 
H»J4 

2- ( 1 -^^y>enu y*> - 3 - 'f ;VT 5 y ) -4- (/n'-H Knr^ftfV 

- i — i)\<) tfy 5 v> 

[0 6 2 4] 
Hfcl 8 9] 



H 

[0 6 2 5] 

;v) tfi; 5 ; 4.00 g) 1 -^v7;v-3 -T 3 J fc?n y ^> (4.33 g) * 

9 o °ct 1 6 mmrnw Ltz 0 Rj^m^^mu, v'j*m5A^D7h^ 

8%r>- ; e-T7X=8 o : i o : o. 6) t«m &To$trt3Mit 

4b-^% (4.85 g) *ntz 0 

TLC : R f 0.45 (?on*W : jrf : 2 8%T>^-TtK=8 o : 

i o : l) ; 
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NMR (DMS0-d6> I a 1.50 (m, 4H), 1.74 (m, 5H), 2.21 (m, 1H), 2.60 (dd, J 
= 9.89, 5.22 Hz, 1H), 2.70 (m, 1H), 2.83 (m, 1H), 3.00 (dd, J = 9.89, 6. 
87 Hz, 1H), 3.55 (m, 4H), 3.78 (s, 2H), 4.33 (m, 1H), 5.93 (d, J = 6.32 
Hz, 1H), 6.35 (m, 1H), 7.31 (m, 5H), 7.73 (d, J =6.04 Hz, 1H) G 

mnms 

4- (ac- is vurv\Z>- i -4 -2- (bfnvy>--3-^^r^y) 

[0 6 2 6] 
Utl 9 0] 



H 

[0 6 2 7] 

MMm4:X^MLtz^^J (4.5 g) <D3-?;-)V (150 mL) v#?£HT;vrf> 
^H^T^lfc^^A (970 mg) «:Jnx.> 7fc^#H^T^<7)?I^«r 7 5 V 

x4^mmwLtzo Kfcm&®z%ri$L, %Mik?>mzmmLtz 0 »y-j* 

rnsUyAtu^Ysfyy 4 - (y^nn^r/ : ;**/-;v: 2 8%T^~ 
TtK=8 0 : 1 0 : 0. 5-* 8 0:l0:i) -CfflMRU J^TOJgmiit&^-f £ 
*S&9Hfc#4& (2.96 g) *%tz 0 

tlc : R f 0.15 (?nn*w : : 2 8%t^-ttK=8 0 : 

10:1) ; 

NMR (DMS0-d6) I 8 1.45 (m, 4H), 1.62 (m, 6H), 1.93 (m, 1H), 2.66 (dd, 
J = 11.26, 4.40 Hz, 1H), 2.76 (m, 1H), 2.94 (m, 2H), 3.59 (m, 4H), 4.16 
(m, 1H), 5.85 (d, J = 6.04 Hz, 1H), 6.42 (m, 1H), 7.72 (d, J = 6.04 Hz, 
1H) 0 



2- (l-^>^***y*/l/#^^yyy-3-'fA'T5/) -4- (/* 
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213/ 



[0 6 2 81 
lit 1 9 1 ] 




[0 6 2 9] 

&%W1 -em&Ltzfc&® (5.74 g) &£t/l -^>^t^y*;Kt'-;V- 
3 -75 y tf^y >>> (6.35 g) (DWi&yo* 9 0t:tl6 B$IH*#Lfco RJoil 
^^^•*P^> *y;^7A^DYf^77^ mWl^^ : n — 

>= i : 2^nn*M : * ? : 2 8%r> c e— ttK=8 0:10:0 

. 5) tUlU JrFO§MM*#*SSMft^ (3.40 g) £&fc 0 
TLC : R f 0.68 (^no^A : ^ : 2 8%7>^— TtK= 8 o : 

10:1) 

NMR (CDCI3) : S 1.40 (m, 2H), 1.55 (m, 4H), 1.69 (m, 4H), 2.05 (m, 2H 
), 3.05 (m, 2H), 3.55 (m, 4H), 3.91 (m, 1H), 4.12 (m, 2H), 4.73 (m, 1H), 
5.13 (s, 2H), 5.80 (d, J = 6.00 Hz, 1H), 7.34 (m, 5H), 7.80 (d, J = 6.0 
0 Hz, 1H) 0 

2- (fcf^'j ^/-3-^f^7 5 S) -4- (rc-fc Kn7Hf^>- 1 --OV) 
[0 6 3 0] 
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Utl 9 2] 




H 

[0 6 3 1] 

7;vn*>#B^CT\ ##M 4 T*§£Jt L£4fc^tf (5.06 g) <^*/-;v (150 
mL) mm-'*?W&-i?im (l.Og) &#nx> TXSt^B^Trl-S-tJ&^'tM 

^n7b^7^ (*j?uu*?y : ;-)v : 2 8%ry*-Tfc=8 o 
: l o : o. 5-*8 o : l o : D -emMU &T<vm®imzm~$-2>*%mk& 

m (3.02 g) &#£o 

TLC : R f 0.18 (7dd*;i/A : : 2 8%r>^e~T7jt=8 0 : 

l o : D ; 

NMR (CDCI3) : a 1.48 (m, 6H), 1.73 (m, 4H), 2.07 (m, 2H), 2.76 (m, 2H), 
3.02 (m, 2H), 3.14 (m, 2H), 3.55 (m, 3H), 3.89 (m, 1H), 4.84 (d, J = 6.3 
0 Hz, 1H), 5.78 (d, J = 6.30 Hz, 1H), 7.79 (d, J = 6.30 Hz, 1H) 0 

^mme (1) 

4- Knr-tftfv- 1 ->f;v) - 2- (t?^'; 4 -^f;vr^ 

[0 6 3 2] 
Htl 9 3] 




H 

[0 6 3 3] 
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^— 5> I 215/ 



tlc : R f 0.15 (^nn^;i/A : p< : 2 8 %r > / -=&^T7jc= 8 0 : 

l 0 : l) ; 

NMR(DMS0-d6) IS 1.27 (m, 2H), 1.45 (m, 4H), 1.65 (m, 4H), 1.76 (m, 2 
H), 2.47 (m, 2H), 2.92 (m, 2H), 3.63 (m, 5H), 5.81 (d, J = 6.04 Hz, 1H), 
6.19 (m, 1H), 7.70 (d, J = 6.04 Hz, 1H) 0 
MMM7 

2- [l- O-tf-frW-fr) tfni; *Jy- 2 ->f ;v^f^7 5 /] -4- ( 
Knr-t£t?>'- l — f;v) \**)%yy 
[0 6 3 4] 
Mb 1 9 4 ] 




[0 6 3 5] 

l£J6ffl 3 X-m&Ltilt&m (200 mg) 01 %SH-^^f;V*^A7 5 
(3 mL) i:3-^f^f-*' (93.4 mg) & J: O^TfciiHb h'JT-bb^y^n 
H KV K (462 mg) ttDvk. «#«tSa-C8«filil^Lfco EOSifc&fcfcKa* 
(0.5 mL) *2nix.fco ^^$S:fi6^ (5 mL x 3) t^UPS- 

^^*VS6«Jfi (T/u=*V*-btt*U §^##800287, ny b##00819> 1.43 
mmol/g. 2.60 g) K&v^i 0 # J3b £ * ? / - (5 mL x 3) Ti^L/Co 

5% hV^/l/TS -/H&ifc (30 mL) t?$gtB U ?tffifj££7^ 

MLfCo ai^DD^> (10 mL) K*Ftf»U 'f V vT VM#J8g (T;V^ 
-/-httSL l^n c pl : ^800262. h ##00814. 1.43 mmol/g, 1.00 g) 
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-tttfmit&llll (85 mg) *mto 

TLClRf 0.43 (VMktf-is* : ^ : 2 8%T>*-T*= 8 0 : 

l o : i) ; 

NMR (DMS0-d6, 373 K) : a 0.79 (d, J = 6.60 Hz, 3H), 0.80 (m, J = 6.60 
Hz, 3H), 1.34 (m, 2H), 1.43 (m, 4H), 1.63 (m, 7H), 1.82 (m, 2H), 2.45 ( 
m, 2H), 2.89 (m, 2H), 3.16 (m, 2H), 3.42 (m, 1H), 3.50 (t, J = 5.70 Hz, 
4H), 5.83 (d, J = 6.20 Hz, 1H), 6.02 (m, 1H), 7.66 (d, J = 6.20 Hz, 1H) 



HPLC^HK (ft) 14.53; 
MS (m/z) : 346 (M + H)+ ; 
HPLC^f : Bo 

mmm7 (i) -mum 7 o 1 5) 
mM-t&fo&mzm^x, ##w 1 — ##m 3 ^mnm 3 -+m$m 7 , ##$1 
1 -mmm 4 -mmm 5 -+nmw 7 tit \m^m 1 4 6 

til 7 -e^ £ *l & 3? & noli ic^fp L T > MTofttti & *f&9Hfr&«r 

/Co 

HJfcfll7 (1) 

2- [1- (4 en 'Ji?>- 3 -f;vr^ /] -4- 
\l vur^^'y- 1 — f;v) 

[0 6 3 6] 
HH19 5] 



[0 6 3 7] 

TLC : R f 0.54 (^nn*w : j* *y -jv : 2 8 %T^^e-T7fc= 8 0 
: l o : l) ; 
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NMR (CD3OD) : d 1.53 (m, 4H), 1.69 (m, 6H), 2.30 (s, 3H), 2.43 (dd, J 

= 10.03, 5.08 Hz, 1H), 2.57 (m, 1H), 2.70 (m, 1H), 2.92 (dd, J = 9.89, 7 

.14 Hz, 1H), 3.61 (m, 4H), 4.37 (m, 1H), 4.86 (s, 2H), 5.90 (d, J = 6.32 

Hz, 1H), 7.16 (m, 4H), 7.65 (d, J = 6.32 Hz, 1H) 0 

nnm7 (2) 

2- [1- (3 Y*Z"<>z?)l') kfnij i?>- 3 — i)VT S -4- 

[0 6 3 81 
[ft 1 9 6 J 



[0 6 3 9] 

TLC : R f 0.85 (^nn^;VA : : 2 8%T>- : e-T7X= 8 0 : 

i o : l) ; 

NMR(DMS0-d6) Id 1.43 (m, 4H), 1.68 (m, 6H), 2.10 (m, 1H), 2.28 (dd, 
J = 9.34, 5.49 Hz, 1H), 2.48 (m, 1H), 2.79 (t, J = 8.10 Hz, 1H), 3.33 (s 
, 3H), 3.51 (m, 4H), 3.71 (s, 2H), 4.21 (m, 1H), 5.81 (m, 1H), 6.44 (s, 
1H), 6.81 (m, 3H), 7.19 (m, 1H), 7.69 (m, 1H) 0 
%nW7 (3) 

2- (l -v^n^dfv-^f-jvfcfnij -"T;vT5 s) -4- (ac— n 

Knr-lftf y- i -4)V) \*v*z?> 
[0 6 4 0] 
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^-v! 218/ 



Utl 9 7] 




H 

[0 6 4 1] 

TLC : R f 0.77 (^un*;UA : * ? S-)V : 2 8 %T ^-T7jc= 8 0 : 

l o : l) ; 

NMR(DMS0-d6, 373. IK) : a 0.94 (m, 2H), 1.20 (m, 3H), 1.46 (m, 5H), 1. 
67 (m, 10H), 2.10 (m, 1H), 2.24 (m, 2H), 2.37 (dd, J = 9.34, 5.22 Hz, 1H 
), 2.48 (m, 1H), 2.59 (m, 1H), 2.80 (dd, J = 9.07, 6.87 Hz, 1H), 3.56 (t 
, J = 6.00 Hz, 4H), 4.26 (m, 1H), 5.77 (m, 1H), 5.84 (d, J = 6.04 Hz, 1H 
), 7.72 (d, J = 6.04 Hz, 1H) Q 

mmmi (4) 

2- [ (3S) - 1 -4 V T^^tfu'J Vy- 3 ->f )VT$ Si -4- (^-fc 
VutW>- 1 tfV^v^ 
[0 6 4 2] 
litl 9 8] 




[0 6 4 3] 



tlc : r f 0.70 (^dd*w : y-jv : 2 8%r> ; e-T7K= 8 0 
: 10: 1) ; 

NMR(DMS0-d6) ' * 0.84 (d, J = 6.59 Hz, 6H), 1.44 (m, 4H), 1.62 (m, 5H 
), 2.09 (m, 4H), 2.25 (dd, J = 9.34, 5.49 Hz, 1H), 2.45 (m, 2H), 2.77 (t 
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, J = 9.00 Hz, 1H), 3.38 (m, 4H), 4.19 On, 1H), 5.83 (d, J = 6.04 Hz, 1H 
), 6.37 (m, 1H), 7.71 (d, J = 6.04 Hz, 1H) 0 
XJfcfl7 (5) 

2- [ (3R) -i->f y/f;n?D'ji;y-3-'f;v7^] -4- 

[0 6 4 4] 
Utl 9 9] 



[0 6 4 5] 

TLC : R f 0.70 (^nn*M : ^ : 2 8%T>-=e~T7k= 8 0 

: l o : l ) ; 

NMR(DMS0-d6) • * 0.84 (d, J = 6.59 Hz, 6H), 1.44 (m, 4H), 1.62 (m, 5H 
), 2.09 (m, 4H), 2.25 (dd, J = 9.34, 5.49 Hz, 1H), 2.45 (m, 2H), 2.77 (t 
, J = 9.00 Hz, 1H), 3.38 (m, 4H), 4.19 (m, 1H), 5.83 (d, J = 6.04 Hz, 1H 
), 6.37 (m, 1H), 7.71 (d, J = 6.04 Hz, 1H) 0 

mnm (6) 

2- [1- (2, 4, 6 - b 'J * f+y^'/^V) e^'Jy>-3-^f;V7 5y 
] -4- Knr^kfv- 1 ->f ;v) 

[0 6 4 6] 




H 
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[0 6 4 7] 

HPLC^W (55*) 14.13; 

MS (m/z) : 911 (2M + H)+, 456 (M + H)+ ; 

HPLC^f : B 0 

2**600 7 (7) 

2- [1- \£«VZ?Z'-3->(Jl'7§S'\ -4- 

[0 6 4 8] 

Ml: 2 o i] 




H 



[0 6 4 9] 

HPLCTOfl (#) 13.94; 

MS (m/z) : 781 (2M + H)+ 391 (M + H)+ ; 

HPLCifr I Bo 

MMW7 (8) 

2- [l- (3-^^;v^;v) v>-3-^;vr^y] -4- (^-n 
[0 6 5 0] 
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[0 6 5 1] 

npLO&wmm (#) 14.34; 

MS (m/z) I 346 (M + H)+ ; 



% HPLCMlBo 

mmm7 o) 

2- [1- (2 -*m*>^w*^>^) tf^u 3 — f;vr ^ 

7] -4- Knr4ftf>- 1 ->f )V) WW's 

[0 6 5 2] 
[ft 2 0 3] 




H 



[0 6 5 3] 

HPLC^Uffl (ft) :3.04; 

MS (m/z) : 879 (2M + H)+, 440 (M + H)+ ; 

HPLC^feft I Bo 

nmm do) 

2- [1- (4-y7fJV7^y^yy» fcf^U v 3 ->f ;l/T ^ -/ ] -4 
[0 6 5 4] 
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^-•5>: 222/ 



lit 2 0 4] 




CH 3 



HPLCTOFI (550 :4.20; 

MS (m/z) I 817 (2M + H)+, 409 (M + H)+, 134 ; 

HPLCM: Bo 

mm 7 (id 

2- [1- (3 -7x.S *v^>v;v) v>- 3 -^;vt5 y] 

[0 6 5 6] 
Mb 2 0 5] 



4- ( 




[0 6 5 7] 

HPLCflHWW (#) 14.50; 

MS (m/z) : 915 (2M + H)+, 458 (M + H)+ ; 

HPLC^fr : Bo 

mmm7 (1 2) 

2- (1 - * ;v^y ^ f ;w tV'j - 3 - 'f ;vr^y) -4- (;<-tFn 
[0 6 5 8] 
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^-v: 223/ 




COOH 



H 

[0 6 5 9] 

hplc^w (#) :2.8i; 

MS (m/z) : 667 (2M + H)+, 334 (M + H)+ ; 
HPLCM I Bo 

%mm (13) 

2- [1- (y^nyoifwfjV) tf^i;^>-3-^^T^y] -4- (/< 
- 1 Knr^f i ;v) vfv^v^^ 
[0 6 6 0] 
MS 2 0 7] 




H 



[0 6 6 1] 

HPLC^W (#) :3.98; 

MS (m/z) I 659 (2M + H)+, 330 (M + H)+ ; 

HPLCM I Bo 

*SJfc0l7 (1 4) 

2- [1- (3 -*<?-fr?-**?xi\£jU) kf^V Z?>-3-<i frT -4- ( 

/N'-t Knr^fif >— 1 ->f ;v) tfu^v^^ 
[0 6 6 2] 
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^-•5>: 224/ 




[0 6 6 3] 

HPLC^iUFI (#) 13.93; 
0 MS (m/z) : 364 (M + H)+ ; 

HPLC^# I Bo 

mmm7 a 5) 

2- [1- — f ;vr^y] -4- 

(/<?-£ FuT.-tffc?^- 1 fc s 'J5y> 
[0 6 6 4] 
Mb 2 0 9 ] 




H 



[0 6 6 5] 

HPLC^Hn (#) :3.92; 

MS (m/z) : 833 (2M + H)+, 417 (M + H)+ ; 
HPLC^ft I Bo . 

nnw7 (i 6) 

2- [1- [ (4Z) -7"i]-A -JL-fr] tf^y )VT* -4 
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^-v>: 225/ 



Mt2 1 0] 




[0 6 6 7] 

HPLC#8M$IB! (53*) :3.53; 

MS (m/z) I 827 (2M + H)+, 414 (M + H)+, 207.5 ; 

HPL«: Ao 

mmmi a 7) 

2- [1- (3-7x-;w-/nif;i/) fcf^V 3 ->f ^7 ^ 7 ] -4- (s* 

[0 6 6 8] 
lit 2 1 1] 




H 

[0 6 6 9] 

HPLC#«M$K (55*) 14.34; 

MS (m/z) : 787 (2M + H)+ 394 (M + H)+ ; 

HPLC^ft : Bo 

mmm7 a 8) 



mSE# 2003-3105442 



#M 2002-357446 



^- v : 226/ 



2- (1 -4 )VT 5 J) -4- (>^-fc Knr-tftf 

i - ^r;v) try ^ v> 

[0 6 7 0] 
[flS2 1 2] 



H 

[0 6 7 1] 

HPLC^H^ (#) 14.23; 
MS (m/z) : 332 (M + H)+ ; 
HPLC^fr : Bo 

mm 7 (i 9) 

2- (l-^>^;V^'Jy>-3-^V7^) -4- (/•?-£ Knr-trfc:> 
- 1 -4)V) f'J5v> 
[0 6 7 2] 
Mb 2 1 3] 



[0 6 7 3] 

HPLCfiHWW (550 14.13; 

MS (m/z) I 731 (2M + H)+, 366 (M + H)+ ; 

HP LC^ft I Bo 

nmm 7(20) 

2- [1- [ (2E) -3- (4-^W^7x-;l/) - 2 -^n^;i/ 





ffifE^F 2003-3105442 



2002-357446 ^-*J : 227/ 

] fcf^y *j-s- 3 ->f ;vr ^ y] -4- Knr*^- 1 ->f ;v) tfu 

[0 6 7 4] 
lit 2 1 4] 




H 



[0 6 7 5] 

HPLCffiHWM 14.36; 

MS (m/z) : 869 (2M + H)+, 435 (M + H)+, 160 I 

HPLC^# I Bo 

IHW07 (2 1) 

2- [1- [ (2E) -3- (2-7Vfr) tf^'Jv^-3 

-^f;vT5/] -4- (ac-h KDT4fvfv- l -4 ;v) t?';^^^ 

[0 6 7 6] 
Mb 2 1 5] 




H 

[0 6 7 7] 

HPLCftiri (#) 14.03; 

MS (m/z) : 763 (2M + H)+, 382 (M + H)+ ; 

HPLCM ! Bo 

mmw7 (2 2) 



miE# 2003-3105442 



#M 2002-357446 

2- [1- tr^'J v>-3-^;VT^ 7] 

[0 6 7 8] 
Ht2 1 6] 




H 



[0 6 7 9] 

HPLCftH^ (55-) : 3.43 ; 

MS (m/z) : 763 (2M + H)+, 382 (M + H)+ ; 

H P L C 0kff- I Bo 

mmm 7(23) 

2- [1- (2-tKn^r^>^) if^y v>>-3->f ;vr^y] -4- ( 

[0 6 8 0] 
[ft 2 1 7] 




H 

[0 6 8 1] 

HPLC^UFI m 14. 11; 

MS (m/z) : 763 (2M + H)+, 382 (M + H)+ ; 

HPLC*ft:B, 

mmm 7 (2 4) 



^-v: 228/ 
-4- ( 



tBSE#2 003-3105442 



mm 2002-357446 
2- [1- (4-^fn;^>^V) lf^'Ji7>-3-'f^7^] 

[0 6 8 2] 
Hfc2 1 8] 




H 

^ [0 6 8 3] 

HPLCfiili ($50 13.09; 
MS (m/z) : 410 (M + H)+ ; 
HPLCM : Bo 

nnm (2 5) 

2- [1- (4 -^-f^-)V^r^^^y-J)^) fc'^y v? >- 3 ->f 5 ^ ] -4 
- KD7-(fb 0 >-l->f;v) kfD^v^ 

[0 6 8 4] 
Ut2 1 9] 




H 



[0 6 8 5] 

HPLC^Hf^ (ft) 13.70; 

MS (m/z) I 959 (2M + H)+, 480 (M + H)+ ; 

HPLCM: Ao 

mmi (2 6) ' 

2- [l- [b] 77>-2-^;v^f;v) k?^i;i>>-3->r;i'7S 



^-v: 229/ 
-4- (/>?- 



fflfiE#2 003-3105442 



mm 2002-357446 



^-v* ! 230/ 



y] -4- Knr-t£fcf>- l ->f ;v) fc?V^v>> 

[0 6 8 6] 
Mb 2 2 0] 

O 

H 

[0 6 8 7] 

HPLCft^H (#) :4.14; 

MS (m/z) I 811 (2M + H)+, 406 (M + H)+ ; 

HPLC*#I Bo 

nMM7 (2 7) 

2- [1- (3-m-A"OV [b] ft7x>-2— f^f;V) t'^'Jy> 

-3-^T;vT^/] -4- (A-tKnr-tfvf>-i-^;v) tf'j^v^ 
[0 6 8 8] 
Mb 2 2 1] 




H 



[0 6 8 9] 

HPLC^H^ 14.56; 

MS (m/z) : 871 (2M + H)+, 436 (M + H)+ ; 

HPLCM : Bo 

mmm7 (2 8) 

taiE# 2003-3105442 



#0 2002-357446 ^- v I 231/ 

2- [1- (3, 7 6 kf^V 3 ^ 

/] -4- (/N'-t: Knr-tfkf^- 1 -^r;v) 
[0 6 9 0] 
Hfc 2 2 2 ] 




6uO 




*N N 
H 



[0 6 9 1] 

HPLC^Bf^ (ft) :3.48; 

MS (m/z) ! 827 (2M + H)+, 414 (M + H)+ 207.5 ; 

HPLCi#: Ac 

nnw7 (2 9) 

2- [1- (4-t°n'JyV^» ^'Jy*>-3-^f;V7 5y] -4- ( 
[0 6 9 2] 



Kb 2 2 3 ] 




[0 6 9 3] 

HPLCtiUFI (#) 14.56; 

MS (m/z) : 869 (2M + H)+, 435 (M + H)+, 160 ; 

HPLCM: Bo 



mtE# 2003-3105442 



#M 2002-357446 



^-v I 232/ 




H 

[0 6 9 5] 

HPLWafFI (#) 13.58; 

MS (m/z) I 927 (2M + H)+, 464 (M + H)+, 232.5 ; 

HPLC^ff I Ao 

nmw7 (3 1) 

2- [1- (2-^>y>t^ry^>y» fcf^V ^V- 3 -4 )\>T ^ /] -4 
- (/\'-fc Knr-b* tf>- 1 -^f;w) 
[0 6 9 6] 
Hb2 2 5] 




H 



[0 6 9 7] 

HPLC^#Bt^ (#) :4.48; 

MS (m/z) I 943 (2M + H)+ 472 (M + H)+ ; 

HPLCifr : Bo 

m$E# 2003-3105442 



mmmi (3 0) 

2- [1- [3- (4 

>-3--T;vr^ 

[0 6 9 4] 
[it 2 2 4] 



mm 2002-357446 



^-v : 233/ 



mm 7 (3 2) 

2- [1- [3, 5-v- (t-"7^) -4-kFn^>y>] fcf^'jv* 
y-3 -4 )l/T< y] -4- Knr-b*kf>- 1 ->f ;v) tfv^vv 

[0 6 9 8] 
Hfc 2 2 6 ] 




H,C 



[0 6 9 9] 

HPLCHtHFI (ft) 14.76; 

MS (m/z) : 987 (2M + H)+, 494 (M + H)+ ; 

HPLC^t ! Bo 

nnmi (3 3) 

2- [1- [3- (4-^v/nt?;V7x-;v) - 2 ^-;v-7°n tf;i/] e^y 
v*>- 3 ->f ;vr^ y] -4- (A-tFDT-iftf^-i-^f^) tf'j^v^ 
[0 7 0 0] 
Mb 2 2 7] 




[0 7 0 1] 

h p l cfitfWHl (#) : 5. 06 ; 

MS (m/z) : 899 (2M + H)+, 450 (M + H)+ ; 



mtE# 2003-3105442 



mm 2002-357446 



^-v>: 234/ 



HPLCif : Bo 

(34) 

2 _ [1- [3, 4 -If* (^>y*;H^ry) ^S^] ^'JV>-3-^*' 
757] -4- Knr*Vf>- 1 -4 fr) 

[0 7 0 2J 
Ut2 2 8] 




H 

[0 7 0 31 

HPLC#J«m (AO :4.52; 
MS (m/z) : 578 (H + H)+ ; 



HPLC*ft : Bo 

mmm7 (3 5) 

2- [1- (3 -^^^-;V^^r">^>^^) t?^V^>-3-'OVT*/] -4 
- (;N-tKnr^>-l-^^) t 0 9^v> 
[0 7 0 41 
Mb 2 2 93 




H 



[0 7 0 5) 

HPLCfiHflSMW (ft) :3.8i; 

MS (m/z) : 987 (2M + H)+, 494 (M + H)+ 276, 219 ; 

ffiiE# 2003-3105442 



#M 2002-357446 



235/ 



HPLC^f : Ao 
mm 7 (3 6) 

2- [1- (3, 5, 5-h'^f^v;V) t?^'J^-3-'f;i/T5y] 
-4- (;^nKnW>-l-^v) ^J5y> 
[0 7 0 6] 
[4b2 3 0] 




[0 7 0 7] 

HPLC^HM (530 13.43; 

MS (m/z) : 803 (2M + H)+, 402 (M + H)+, 201.5 ; 

HPLCM I Ao 

mmi (3 7) 

2- [1- [5- (4-tKD^>-4-^fM>f^) -1, 2, 3, 4- 

fh7tKD^>-fe*>-2-^;v^f;v] \£<*y 3 -^f;vr^ -4- 

[0 7 0 8] 
Mb 2 3 1] 




H 



[0 7 0 9] 



ffifE# 2003-3105442 



#M 2002-357446 



s*-*J 236/ 



HPLCM^W (^) 14.42; 

MS (m/z) : 939 (2M + H)+ 470 (M + H)+ ; 

HPLC^ff: Bo 

mmmi (3 8) 

2- [1- t°^'jy>-3-^;V7^] -4- ( 

[0 7 10] 
Hb2 3 2] 




[0 7 111 

HPLCf^fl (#) 13.50; 
MS (m/z) : 362 (M + H)+ ; 
HPLC^ft : Bo 
%MW7 (3 9) 

2- [1- [ (1R, 2S, 3R, 5R) -2-tKn^y-4, 6, 8 - b V 
^•^tfnkfv'^tt [3. 3. 0] ***>-7, 1' -z/fu^^y- 3 
-4)V*?-)V] kf^i; v>-3 ->f ^75 -4- (Af-fc Knr-lftfS'- 1 

[0 7 123 



WiE#2 003-3105442 



2$m 2002-357446 



^-v I 237/ 



Hfc2 3 3] 




[0 7 13] 

HPLCftHFI (fr) : 3.81 ; 

MS (m/z) : 975 (2M + H)+ 488 (M + H)+, 290 ; 
HPLC^fr: Bo 

mmm7 (4 0) 

2 _ [1- (3-731— ;v^7V-;v-4->f;vp<^;v) e-^y ^>-3->f * 
-4- KnT-tftfv- 1 -Jfr) \£V$i?> 

[0 7 14] 
[ft 2 3 4] 



[0 7 15] 

HPLC§iHFI (#) 13.76; 

MS (m/z) : 863 (2M + H)+ 432 (M + H)+, 290 ; 

HPLCift : Bo 

mm 7 (4 i) 

2- [1- (4- t —-mwoitft') kf^'J^>-3-'f^75/] -4- ( 




mU.& 2003-3105442 



mm 2002-357446 



^-v?I 238/ 



[0 7 16] 
Ht2 3 5] 




H 

[0 7 17] 

HPLCf#H^ (ft) 14.68; 

MS (m/z) : 843 (2M + H)+, 422 (M + H)+ ; 



HPLC^f : Bo 
^*6ffil7 (4 2) 

2- [1- (^>V-1, 4-v ? ^-^r^>-6--f;^^^;W tr^ijy>-3- 
-f;VT^y] -4- (/"C-fc KnT4ftf>- 1 -4fr) tf'Mv'V 
[0 7 18] 
Mb 2 3 6] 




[0 7 19] 

HPLC§#B|F4 (ft) :3.98; 

MS (m/z) : 847 (2M + H)+, 424 (M + H)+ ; 

HPLC^fr: Bo 

%mmi (43) 

2- [1- [2- (1, 1, 5-h'J^f;v-l, 2, 3, 4-fh7tKn^ 
^4£>- 6 -4 fr) e^ys?>-3->f^7 5/ ] -4- (^'-tKn 

ffiiE#2 003-3105442 



mm 2002-357446 



^- z? : 



[0 7 2 0] 
Hfc 2 3 7] 




[0 7 2 1] 

HPLCTOFI (5J0 13.48; 

MS (m/z) : 851 (2M + H)+, 426 (M + H)+ ; 

HPLC^ft I Ao 

nmmi (4 4) 

2- [1- [4- (3-y^f^T5yynt>t^y) ^'Jv> 
_ 3 _^ ;l/T = y] _ 4 _ (A'-tKnT^tfV-l-^^) 
[0 7 2 2] 
[it 2 3 8] 




[0 7 2 3] 

HPLCfiHWflU (450 14.17; 

MS (m/z) : 933 (2M + H)+, 467 (M + H)+ ; 

HPLCM: Bo 

tiiiE# 2003-31054 



mm 2002-357446 



^-v! 240/ 



mmm7 (4 5) 

2- [1- (2 -7V frff-JV) tf^V 3 -4)VT< 7] -4- (aC— 

[0 7 2 4] 
Ut2 3 9] 




[0 7 2 5] 

HPLC§MI (#) :3.82; 

MS (m/z) : 711 (2M + H)+, 356 (M + H)+ ; 

HPLC^ff : Bo 

mmm7 u 6) 

2- (1 — fvW^'Jy>-3-^;V7 5y) -4- 0*- 1 Kn r-Jf tf 
>- l --f ;v) ey ^ 

[0 7 2 6] 
Kfc2 4 0] 




[0 7 2 7] 

HPLC§#ffl (53-) 14.29; 

MS (m/z) : 663 (2M + H)+, 332 (M + H)+ ; 

mSE#2 003-3105442 



&m 2002-357446 

HPLC*ft: Bo 

mmm7 (4 7) 

2 - (1 -v^n^^rv-;i/^^;Vb°^'; V*y — 3 -4 frT ^ 7) 

[0 7 2 8] 
Mt2 4 1] 




H 



[0 7 2 9] 

HPLC§#mn (550 14.86; 

MS (m/z) I 743 (2M + H)+, 372 (M + H)+ ; 

HPLC^f: Bo 

mmm (4 8) 

2- [1- (2-f 7V'J;V^f^) tf^V zS>- 3 --f;VT^ /] -4- 
— t: K n T *tf tf > — 1 — i fr) \£y 



[0 7 3 0] 




H 



[0 7 3 1] 

HPLCf^ (#) : 3.65; 

MS (m/z) : 745 (2M + H)+, 373 (M + H)+ ; 



^-v : 241/ 



-4- 



tBlE# 2003-3105442 



002-357446 ^-zS : 242/ 



HPLC^fr : Bo 

mmm7 (4 9) 

2- [1- (4-7-fc^;v7^ y^yV)v) \£^<v 3 --f/ur ^ ;] -4 

[0 7 3 2] 



Wfc2 4 3] 




[0 7 3 3] 

HPL C&W#$W\ (fr) 13.56; 
MS (m/z) I 845 (2M + H)+, 423 (M + H)+ ; 
HPLCM : Bo 
7(50) 

2- [l- (2 h^^^vW tf^i; s»-3->f ;vr^ y] -4- (/* 

[0 7 3 4] 
Mb 2 4 4] 




[0 7 3 5] 

HPLC^fl (#) 14.13; 



mSE# 2003-3105442 



#0 2002-357446 ^- : 243/ 

MS (m/z) I 791 (2M + H)+, 396 (M + H)+ ; 
HPLCM : Bo 

mmm7 (5 1) 

2- [1- (4-^ h^y^>y» e^vy>-3 — f;vr^y] -4- (/•? 
Kur-tf t? >- 1 -^;v) t?'J5^> 

[0 7 3 6] 
Mb 2 4 5] 




H 



[0 7 3 7] 

HPLC^H^ (530 14.06; 

MS (m/z) : 791 (2M + H)+, 396 (M + H)+ ; 

HPLC^#: Bo 

mmm7 (52) 

2- [1- (4-7x-JM>^;v) \£n) i?>-3 -4 ;V7 5 y] -4- (/< 
— KnT-tffc?^ — 1 — f;v) IfV^i^^ 
[0 7 3 8] 
Mb 2 4 6] 




H 



[0 7 3 9] 

HPLCfi&SMSffl (53*) 14.55; 



ffiliE#2 003-3105442 



mm. 2002-357446 



^-v : 244/ 



M S (m/z) : 883 (2M + H)+ 442 (M + H)+ ; 
HPLC&# : Bo 

nnm7 (5 3) 

2- [1- [ (2E) -3, 7 -V^f-fr** 9-2, V 
> _3_ /f; v 7 5y] _4_ Knr^tf>- 1 ^) tiV^vV 

[0 7 4 0] 
[tt2 4 7] 




CH 3 



[0 7 4 1] 

HPLCf^K (5W :4.95; 

MS (m/z) : 823 (2M + H)+, 412 (M + H)+ ; 

hplc^:Bo 

mmmi (5 4) 

[0 7 4 2] 
[4fc2 4 8] 



- 4 




[0 7 4 3] 



ffl|iE# 2003-3105442 



#M 2002-357446 ^- v : 245/ 

HPLC£j^#B#K (#) 14.55; 

MS (m/z) : 873 (2M + H)+, 437 (M + H)+, 162 ; 

HPLC^: Bo 

mmm7 (5 5) 

2- [1- (2 e^>; 3 ->f ;vr^ y] -4- (^°- 

[0 7 4 4] 
Mb 2 4 9] 



CHs 




H 

[0 7 4 5] 

HPLCftHFI (#) :3.36; 

MS (m/z) I 775 (2M + H)+, 388 (M + H)+, 276, 194 ; 
HPLCiff I Ac 

mmmi (5 6) 

2- [1- (3 - y )V^ru^<y-j)V) fcf^'j V>— 3 -4 )VT ^ J ] -4- (✓< 

[0 7 4 6] 
[4b2 5 0] 




mtiE#2 003-3105442 



#M 2002-357446 v I 246/ 

[0 7 4 7] 

HFLcvmmm w :4.is; 

MS (m/z) : 767 (2M + H)+ 384 (M + H)+ ; 
HPLC^t : Bo 

mmmi (5 7) 

2- [1- (2-HKo^f^xf;i/) tf^ij 3 -4)VT ^ ^] -4- 

Fnr-tftfV- 1 — f;v) e'J^ v^V 

[0 7 4 8] 
Ut2 5 1] 




H 

[0 7 4 9] 

HPLC^Bf^ (^) 13.29; 
MS (m/z) : 320 (M + H)+ ; 



HPLCM : Bo 

mmm 7(58) 

• 2- [l- (i tf^i;^^-3--r^r^y] -4- 

t Knr-tf 1 ->f ;v) fcf'J ^ V> 
[0 7 5 0] 
Mb 2 5 2] 




miE# 2003-3105442 



#M 2002-357446 



247/ 



[0 7 5 1] 

HPLC^HS (#) :4.54; 

MS (m/z) : 831 (2M + H)+, 416 (M + H)+ ; 

HPLC^fr I Bo 

mmm7 (5 9) 

2- [1- (3-- h e^sy z?>-3 — r;vr^y] -4- 

Knr-tfbfv- 1 ->f;v) tfij^v^ 
[0 7 5 2] 
[^2 5 3] 




[0 7 5 3] 

HPLCfil3#l$ra (#) 14.08; 

MS (m/z) : 821 (2M + H)+, 411 (M + H)+ ; 

HPLC^ft: Bo 

mmm7 (6 o) 

2- (l-7u\S)V\£^i) i?>-3-4 )VT$. S) -4- Knr-H ^> 

- l ->f t?y ^ *?v 

[0 7 5 4] 
[ft 2 5 4] 




ffifiE# 2003-3105442 



002-357446 v : 248/ 



[0 7 5 5] 

hplc§M (^) :4.oi ; 

MS (m/z) : 635 (2M + H)+, 318 (M + H)+ ; 
HPLC^ft : Bo 
nMM7 (6 1) 

2- [1- [ (2S, 3S, 4R) -2, 3, 4, 

e^y v>-3--f ;vr^ y] -4- (/•?-£ Knr-tf tf^- l ->f ;v) tf 

[0 7 5 6] 

Mfc2 5 5] 




OH 

[0 7 5 7] 

hplc§#H^ (^) : 3.ii ; 

MS (m/z) : 819 (2M + H)+, 410 (M + H)+ ; 
HPLC^f : Bo 

mnm (6 2) 

2- [1- (2-fx;^f;v) ^vj-^-s-^;^:; y] _ 4 _ (^-t 
[0 7 5 8] 



tBSE# 2003-3105442 



#M 2002-357446 ^- V '. 249/ 

Ut2 5 6] 




H 



[0 7 5 9] 

HPLCVmm® (#) !4.05; 
0 MS(m/z) : 743 (2M + H)+, 372 (M + H)+ ; 
HPLCM: Bo 

mm 7 (6 3) 

2- [1- t^'Jy>-3-^JV7^] -4- (/"?- 

[0 7 6 0] 
lit 2 5 7] 




[0 7 6 1] 

HPLCfiHWW (ft) :4.35; 

MS (m/z) : 801 (2M + H)+ 400 (M + H)+ ; 
HPLC^f: Bo 
(6 4) 

2- [1- (2, 3-v>* f*y^>^;v) 3 --<;vt5 y] -4 

- (^°-t: Knr-tftfv- l --f ;i/) tfUSv^ 



ffiSE# 2003-3105442 



$HB 2002-357446 



250/ 



[0 7 6 2] 
lit 2 5 8 ] 




[0 7 6 3] 

HPLC«»B|ri (#) 14.08; 
MS (m/z) I 426 (M + H)+ ; 
HPLCM : Bo 

mmm i (65) 

2 - [1- [ (3S, 4R) -3, 4, 5-h'JtKD^yf;v] fcf^Vv 5 

>-3-^;vr^y] -4- Knr^fH°>- i ->r/iO tfu^^^ 

[0 7 6 4] 
Mb2 5 9] 




[0 7 6 5] 

HPLC*fc|#Bf^ (^) 13.18; 

MS (m/z) : 787 (2M + H)+, 394 (M + H)+ ; 

HPLC##: Bo 

mmm 7(66) 

2- [1- (1, 5-y^f;v-2-7xr.;l/-3-t^V-2, 

miE#2 003-3105442 



&m. 2002-357446 S> I 251/ 

- l H-if9V r -;v-4 ^^-3-^7^] -4- ( 

[0 7 6 6] 
lit 2 6 0] 




[0 7 6 7] 

HPLCfi^WfW (550 13.52; 

MS (m/z) : 951 (2M + H)+ 476 (M + H)+ ; 

HPLC*fr: Bo 

mm 7 (e d 

2- [1- [5- (4 -*?-A"<>jr- 2 -1, 2, 3, 4-fh7 

ii ko^?>^>-2 -^f;v^^-;v] fcf^V 3 -^V7 5 /] -4- 

[0 7 6 8] 
Hb2 6 1] 




H 



[0 7 6 9] 

HPLCfi8#l$W (5W 13.57; 

MS (m/z) : 903 (2M + H)+, 452 (M + H)+, 276 ; 



ffiIE#2 003-3105442 



&m 2002-357446 ^- V : 252/ 

HPLCM : A 0 
HJfc0ll7 (6 8) 

2- [1- (4-A + y;Vt^>'-3-^ f^rv^y^) 3 ->f 

;vr^/] -4- (ac-i* Knr-lfe^- l \£y§*?> 
[0 7 7 01 
Mb 2 6 2 ] 




H 



[0 7 7 1] 

HPLC^UFI 14.76; 

MS (m/z) I 991 (2M + H)+, 496 (M + H)+ ; 

HPLC^f: Bo 

mt&M7 (6 9) 

2- [1- (4 -7^n^>^) fcf^'J v>- 3 -^;vr^ /] -4- 0* 



[0 7 7 2] 




H 



[0 7 7 3] 

HPLCfcJtWB (#) I4.16; 

MS (m/z) : 767 (2M + H)+, 384 (M + H)+ ; 



tHIE# 2003-3105442 



mm. 2002-357446 



HPLCM: Bo 

mmm7 (7 0) 

2- [1- (1, 2, 2, 3, 4 -7- h7t Kn^-t?> 

-3 --f tf^V v>- 3 -'f ;vr^ -4- Knr-tf fcf > 

- l — -Y /u) tfu 5 
[0 7 7 4] 
[ft 2 6 4) 




[0 7 7 5] 

HPLCMHW (#) :5.n; 

MS (m/z) : 823 (2M + H)+ 412 (M + H)+ ; 
HPLC^t: Bo 
(7 1) 

2- [l- (3, 5 - y ^ f l - 7 x - tf 7 4 - ;m f^) \£ 

s<VZ?>-3-4 frT^S] -4- (/<-H KnTHf 1 tfVSSJ 

[0 7 7 6] 



ffilE# 2003-31054 



002-357446 ^- V \ 254/ 

[ft 2 6 5] 



Q 




N N 
H 

[0 7 7 7] 

HPLC«M (#) 14.04; 

MS (m/z) : 919 (2M + H)+ 460 (M + H)+ ; 

HPLCM : Bo 

^»J7 (7 2) 

2- [1- (2-^>y>t^rvxf;v) t?^'J^>-3— f^7 5/ ] -4 
(/N- r t Knr-tf tf>- 1 -4 AO f'J5v> 
[0 7 7 8] 
[ft2 6 6] 




H 



[0 7 7 9] 

HPLC§^ (#) 14.06; 
MS (m/z) : 410 (M + H)+ ; 
HPLCM : Bo 
H»0 7 (7 3) 

2- [1- (4-^>W^fy-3-^ b^y^>v>) tT^V ^V- 3 - 4 



mtE# 2003-3105442 



!$m 2002-357446 V 255/ 

;vt^^] -4- 1 KDT-tftf^- 1 tfi;5v> 
[0 7 8 0] 
[ft 2 6 7] 




H 



[0 7 8 1] 

HPLC§iH^ (3") 14.29; 
MS (m/z) I 502 (M + H)+ ; 
HPLCi# I Bo 

mmm7 (74) 

2- [1- (3-^>^Vt^y^>^) t:^'Jy>-3-^^7^y] -4 

[0 7 8 2] 
[ft2 6 8] 




H 

[0 7 8 3] 

HPLC«i#R#^ (#) :4.45; 

MS (m/z) : 943 (2M +.H)+, 472 (M + H)+ ; 

HPLC^ft : Bo 

mn®}7 (7 5) 



tBIE#2 003-3105442 



#M 2002-357446 v ! 256/ 

2- [1- (4-^>^Vt^ry^>y» 3 ->f /WT 5 y] -4 

- (/\'-t: Knr-t'tf 1 vfUSW 
[0 7 8 4] 
[ft 2 6 9 ] 




H 



[0 7 8 5] 

HPLC«8M$W (AO :4.44; 

MS (m/z) : 943 (2M + H)+, 472 (M + H)+ ; 

HPLCM I Bo 

%mm7 (7 6) 

2- [1- (4-7x/Jpy^yy» fc?^y S> >- 3 ->f ;VT 5 J ] -4- ( 

Yuy^\£z/- l -^f;v) 
[0 7 8 6] 
[ft 2 7 0] 




H 



[0 7 8 7] 

HPLC^Hi (#) 14.51 ; 

MS (m/z) : 915 (2M + H)+, 458 (M + H)+ ; 

HPLC^ft : Bo 



mfflfc 2003-3105442 



#M 2002-357446 I 257/ 

mmm (7 7) 

2- [2- [N-^/U-N- (2, 4, 6-h'J> f^>'^>'^) 7^] 
xf;i/7?/] -4- (^-t Knr-trfcf >- 1 ->f ;v) kfy^yv 
[0 7 8 8] 
[ft 2 7 1] 




OCH 3 

[0 7 8 9] 

HPLC*£j#J$K (#) 14.16; 
MS (m/z) : 430 (M + H)+, 416 ; 



HPLC^ft I Bo 
Hd&M7 (7 8) 

2- [2- [N-^f-;v-N- (3 - ^f;u7'f;v) 7^/] xw^y] - 
4- (/t— Knr^> - l tfv^v^ 
[0 7 9 0] 
[ft 2 7 2] 




[0 7 9 1] 

HPLC§#HFI (5*) 14.26; 
MS (m/z) : 320 (M + H)+ ; 



ffi|jE# 2003-3105442 



#Sf 2002-357446 



^-v? : 258/ 



HPLCiff : Bo 
HM*M7 (7 9) 

2- [2- [N— (2 - 3fS"*>S?/lO "N-pif^T^ / 

] xf;i/7^/] -4- Knr-tffcfv- 1 lf'J5^> 

[0 7 9 2] 
[It 2 7 3] 




COOH 



[0 7 9 3] 

HPLCtiUFI (55*) 12.97; 

MS (m/z) : 827 (2M + H)+, 414 (M + H)+ ; 

HPLCifr: Bo 

mmm7 (8 o) 

2- [2- [N- (4 -v^^;i/T^ /^>>?;i/) -N-^f;v757] 
-4- (/\'-H KnT-trfcf^- l -^f;i/) 
[0 7 9 4] 



[ft 2 7 4] 




[0 7 9 5] 

hplc^#r#Fb1 (#) :4.n; 



ffi!E#2 003-3105442 



2002-357446 



i-y : 259/ 



MS (m/z) : 383 (M + H)+, 134 ; 
HPLC*# : Bo 
H«!I7 (8 1) 

2- [2- (N-*my^f;V-N-^f;V7^) xf;V7 5^] -4 

[0 7 9 6] 

Mfe2 7 5] 




CH 3 

l\L ^COOH 



[0 7 9 7] 

KPLC&wmm {&) :2.77; 

MS (m/z) : 615 (2M + H)+, 308 (M + H)+ ; 
HPLC^fr: Bo 

mmm 7(82) 

2- [2- (N-y^nyn^Mf^-N-^W^) xf;l/7^/] 
4- (A-n Knr-tfl^v- 1 -4*) tfV^v^ 
[0 7 9 8] 
[4b 2 7 6 ] 




' " 3 A 



HPLC§fHi (53*) 13.88; 



ffilE# 2003-3105442 



#M 2002-357446 ^- v : 260/ 

MSW : 304 (M + h)+ ; 
HPLC&# : Bo 

mum 7 (8 3) 

2- [2- [N-^^;V-N- (3 7^] ji^;VTS 

y] -4- (A<-fc Knr^trv- 1 -^f ;v) fc 0i ;^v> 

[0 8 0 0] 
Hfc 2 7 7] 




H 



[0 8 0 1] 

HPLCfiaSWB (#) ;3.86; 
MS(m/z) I 338 (M + H)+ ; 
HPLC^ft I Bo 

mmmi (8 4) 

2 _ [ 2 - [N- (S-fc/M^^ntf/U) -N-y^;VT^7] xf;i/7^ 
# y] _ 4 _ (/N'-t KnT^tfV'- 1 ^) t?V3S>V 
[0 8 0 2] 
Mfc2 7 8] 




H 



[0 8 0 3] 



m&fc 2003-3105442 



#0 2002-357446 



HPLC«3#H#fi9 (ft) :2.8i; 

MS (m/z) : 671 (2M + H)+ 336 (M + H)+ ; 

HPLCi#:Bo 

mmmi (8 5) 

2- [2- [N— (2, 6 -v^^vsy*- 5-^-^) -N-^f^r^y 
] xf;i/7^y] -4- (^-fc Knr^ft?^- 1 -^ov) tfyss^v 
[0 8 0 4] 
[ft2 7 9] 




CH 3 



[0 8 0 5] 

HPLC§^ (#) 14.84; 
MS (m/z) : 374 (M + H)+ ; 
HPLC^f : Bo 
H»J7 (8 6) 

2 _ [2- [N- (2, 2-^^f^nt:» -N-yf;VT5y] ^frY 
-4- (/t-t KOT4f^V- 1 -W/l/) t' 1 ;^^^ 
[0 8 0 6] 



Hb2 8 0] 




CH 3 



tbiiE# 2003-31054 



2002-357446 



[0 8 0 7] 

KPLcvkwmm (ft) :4.4i ; 

MS (m/z) : 320 (M + H)+ ; 
HPLC^t : Bo 

mmm7 u 7) 

2- [2- [N- [ (4 Z) -7"^ - 4 -^~;V] -N-^^-;VT^y] 
T^y] -4- KnT^tfV- 1 -W^V) fc'V^V 

[0 8 0 8] 
Mb 2 8 1] 




CH 3 



[0 8 0 9] 

HPLCi&j#0#F*1 (fr) 15.13; 
MS (m/z) : 388 (M + H)+ ; 
HPLCM: Bo 
S*g»fl7 (8 8) 

2- [2- [N-^^V-N- (3 -7x-;vynt:» T^y] J-f^7 5/ 
] _ 4 _ Knr-lf 1 — T JV) \£v$i?> 

[0 8 10] 



mtiE# 2003-31054 



#M 2002-357446 



? : 263/ 



Mb 2 8 2] 




N 
H 



[0 8 11] 

HPLC^#B#P^ {&) 14.22; 
MS(m/z) I 368 (M + H)+ ; 
HPLCM: Bo 
SS*fcflJ7 (8 9) 

2 - [2 - (N-W-N-^f;V75 7) ^;VT^y] -4- (/"N-fc H 

[0 8 12] 
Mb 2 8 3] 



[0 8 13] 

HPLC«#ra (530 :4.n; 

MS(m/z) I 306 (M + H)+ ; 
HPLC^ft I Bo 
§£»!I7 (9 0) 

2 _ [ 2 - (N-^>y>-N-^W5/) ^f^7 5 7] -4- (/t-K 




miE# 2003-3105442 



d^m. 2002-357446 



^-v*: 264/ 



[0 8 14] 



Mb 2 8 4] 




H 



[0 8 15] 

HPLCW^ (30 :4.05; 
MS (m/z) : 340 (M + H)+ ; 
HPLC^fr: Bo 
7(91) 

2- [2- [N- [ (2E) -3- (4-^^f^7 5/7x-;v) -2-^n 
- N -^f-;VT^y] xf;U7^] -4- (A-t Kn7-b^>- 1 

[0 8 16] 
[lb2 8 5] 




H 



[0 8 17] 

HPLCflaWIW *.4.26; 

MS (m/z) : 817 (2M + H)+ 409 (M + H)+ ; 

HPLC^fr: Bo 

nmw7 o 2) 

2 _ [2- [n— (3 - 2-7n^;i/) -N-^^^T^y] 

tbliE# 2003-3105442 



#12002-357446 



^-v: 265/ 



T ^y] _ 4 _ (,-c-i: Knr-t?fc 0 >- i eu^v^ 

[0 8 18] 
[ft 2 8 6] 




H 



[0 8 19] 

HPLC^ri (550 :3.95; 
MSW : 356 (M + H)+ ; 
HPLC^f : Bo 

nnwn o 3) 

2- [2- [N— (3-tKn*^>^V) -N-^W^] ,x?-;VTS 

[0 8 2 0] 
[ft2 8 7] 



fflSE# 2003-3105442 




H 



[0 8 2 1] 

HPLC§#nn (#) :3.44; 

MS (m/z) : 356 (M + H)+, 262 ; 
HPLCM: Bo 

mnw7 (94) 

2- [2- [N— (2-HKn*W^) ~ 



#M 2002-357446 



^-v : 266/ 



] _ 4 _ yur^y- 1 --r^) tr^v^ 

[0 8 2 2] 
Hk2 8 8] 




[0 8 2 3] 

HPLCft^ (^) :3.95; 

MS (m/z) : 711 (2M + H)+, 356 (M + H)+ ; 

HPLC^ft: Bo 

mmmi o 5) 

2 _ [2- [3 -N- (4-^*/^**^>^) -N-^f^7^;xf 

[0 8 2 4] 
[ft 2 8 9] 




H 



[0 8 2 5] 

HPLCWn W :5.n; 

MS (m/z) 1454 (M + H)+ ; 
HPLC## : Bo 

mm 7 (9 6) 

ffiSE# 2003-3105442 



#12002-357446 



^-y : 267/ 



2- [2- [3-N- (3, 1 9-* -JL-fr) -N-^^;VT 

; ;] if; V7 ^] -4- (/t-tKny^v-i-'f^) evsw 

[0 8 2 6] 
Hfc2 9 0] 



o 




CH 3 

[0 8 2 7] 

HPLCW^ 14.98; 
MSWz) '.388 (M + h)+ ; 



HPLC^fr: Bo 
^M^7 (9 7) 

2- [2- [N-^^v-N- (4-tfny yyov^v) r^^] xf^T5 

[0 8 2 8] 
[ftS2 9 1] 




1 

CH 3 



[0 8 2 9] 

HPLC§#^ (#) 14.46; 
MS (m/z) I 409 (M + H)+, 160 ; 
HPLCM : Bo 



mSE# 2003-3105442 



#12 0 0 2-3 5 7 4 4 6 

mxmi o 8) 

2- [2- [N- [3- -2-^^;^^^;^] - 

N _^^ ;VT =y] xf;V7^] -4- (/^tKnn*ey-l-^v) \£ 

[0 8 3 0] 
[ft 2 9 2] 




[0 8 3 1] 

HPLC^#BfF^ 14.99; 
MS(m/z) 1 438 (M + H)+ ; 
HPLC*fr: Bo 

9mm o 9) 

2- [2- [N— (2-^yy>t^y^>y» -N-^W^y] -x^^ 
r ,y] _ 4 _ Knr-tftf>- 1 -^^) 

• [0 8 3 2] 

Mb 2 9 3] 




H 



[0 8 3 3] 

HPLCfi^wai (#) :4.37; 



mWft 2003-3105442 



#M 2002-357446 



s<-*J : 269/ 



MS (m/z) : 446 (M + H)+ ; 
HPLC^f: Bo 
11*608 7 (10 0) 

2- [2- [N— [3- (4->fvyn^7x^) -2-^f-^ > 7 0 ntf;v] 

-N-^f-^r^ y] xw?;] -4- (^tFom-y-i-^H 

[0 8 3 4] 
Mb 2 9 4] 



[0 8 3 5] 

HPLCf^ (550 14.89; 
MS (m/z) : 424 (M + H)+ ; 
HPLC^fr: Bo 
(1 0 1) 

• 2- [2- [N — [3, 4-tTX -N-^^;VT 
x^;VTSy] -4- (^tKnT^V-lH*) Vf'j^v^v 

[0 8 3 6] 
[ft 2 9 5] 




H 




H 



tBiE# 2003-3105442 



2002-357446 



[0 8 3 7] 

HPLCfitJWW (*) :4.io; 

MS(m/z) : 552 (M + H)+ ; 
HPLCift: Bo 

mmmi a o 2) 

2- [2- [N- (4-*^^**'>^>^» / ) -N-^^;VT^y] 

7 ;;] -4- (/n*-h Knr-^tfv- l-'f^) tfv^y> 

[0 8 3 8] 
Mb 2 9 6] 




H 



[0 8 3 9] 

HPLCfiHWH : 3.71; 
MS(m/z) I 468 (M + H)+, 219 ; 
HPLC^fr: Ao 

mmm (103) 

2- [2- [N-^^;V-N- (3, 5, 5-H;*^A"^*S'*') r.^y] 
f-zurs^] -4- KDT^ftfv- 1 tfysw 

[0 8 4 0] 



ffifiE# 2003-3105 



mm 2002-357446 



: 271/ 



[ft 2 9 7] 




N 
H 




CH 



[0 8 4 1] 

HPLC^#B#P^ (53*) 14.98; 
MSWz) 1376 (H + h)+; 
HPLC^ft I Bo 

mmmi (i o 4) 

2- [2- [N- [5- (4-tFn^ry-4-^f^>fM -1» 2, 3 

^ y] - 4 - (;1-tKn7-lftf>-l- / f^) tfV^v^ 
[0 8 4 2] 
[ft 2 9 8] 



[0 8 4 3] 

HPLCf^fl 03*) :4.27; 
MSW : 444 (M + h)+ ; 
HPLC^fr: Bo 
%mm 7 (10 5) 

2- [2- [N- (5-iiKn^^>f;v) * S] ^f^7 5 

y] _ 4 _ KnT^tf>- 1 -4 *0 




miE#2 003-3105442 



mm 2002-357446 



^- V I 272/ 



[0 8 4 4] 
Hfc2 9 9] 



o 




H 



[0 8 4 5] 
0 HPLC^M (53*) 13.43; 
MS(n/z) : 336 (M + h)+ ; 
HPLC^ff: Bo 

mmm7 doe) 

2- [2- [N-^^^-N- (3-7x-;m7V-iV-4-^V^^) T 
= y] xw^/] -4- f*') tf'^^> 

[0 8 4 6] 
[ft 3 0 0] 




[0 8 4 7] 

HPLC«#^ (#) :3.68; 

MS (m/z) : 811 (2M + H)+, 406 (M + H)+, 278 ; 

HPLCift I Bo 

mmm7 (1 o 7) 

2 - [2 - [n- (4- t -y^;v^>> ? ;V') -n-p^vt^] ^;vr^ 

HiiiE# 2003-3105442 



#12 0 0 2-3 5 7 4 4 6 I 273/ 



y] -4- (/N'-fc YUTW>- 1 -4/10 t?'^^ 
[0 8 4 8] 
[ft 3 0 1] 




[0 8 4 9] 

HPLC^H (30 14.57; 
MS (m/z) : 396 (M + H)+ ; 
HPLCM : Bo 

mmm7 (1 o 8) 

2- [2- [N- (^>V- 1 , 4-v ? **'9->-6-'Ol'*f-*') -N-**- 
^75/] xf;VT^] -4- (;i-tKn7-t*e>-l-'f;v) tT'^^V 
[0 8 5 0] 
[ft 3 0 2] 




[0 8 5 1] 

HPLCfiaWIW (30 :3.9i; 

MS (m/z) : 795 (2M + H)+, 398 (M + H)+, 292 ; 

HPLC^ I Bo 

%mmi (109) 



miE#2 003-3105442 



mm 2002-357446 



i-i? : 274/ 



2- [2- [N-^A'-N- [2- (1, 1, *?-)l>-l, 2, 3, 

4, t YJt Kn^V«K>-5— f AO xf^7^/] -4- 

[0 8 5 2] 
Mb 3 0 3] 




[0 8 5 3] 

HPLC§#^ (#) :5.03; 
MS(i/z) :400 (M + H)+, 118; 



HPLC#.#: Bo 
HJfe^ 7 (110) 

2- [2- [n— (2-7';^^) -N-p«f;v7^y] iW?;] - 
4- (A-tKnr-lf^v-l — f*0 tfv^v^^ 

[0 8 5 4] 




H 

[0 8 5 5] 



HP L CGMfHfH (#) 13.78; 
MS (m/z) I 330 (M + H)+ 250 ; 
HPLC^# I Bo 

mfE# 2003-3105442 



#M 2002-357446 



^-V. 275/ 



mmm7 a 1 d 

2- [2- [n— (4-yxf;vr^^>'v^) -n-^w^] 

[0 8 5 6] 
Mb 3 0 5] 




H 

[0 8 5 7] 

HPLC«8M$W (#) :4.45; 
MS(m/z) : 411 (M + H)+, 162 ; 



HPLCift: Bo 

mmm i (112) 

2- [2- [N— (2 -N-^^-;vr^y] ^f^T ^ /] 

-4- 1 Knr4?tf>- 1 tfu^^v 

[0 8 5 8] 
Ht3 0 6] 




H 



[0 8 5 9] 

HPLC^JWW (5*) 14.94; 
MS (m/z) : 362 (M + H)+ ; 
HPLCifr : Bo 

mtE# 2003-3105442 



!Wm 2002-357446 



^-v ! 276/ 



mrnm i (113) 

2- [2- [N-^f-JV-N- (t7^W>-l-^^^) T^y] 
7>;] -4- (/<-tKnr*^-l-'f/i') 
[0 8 6 0] 
[4b3 0 7] 



[0 8 6 1] 

HPLCftHFI (30 :4.36; 
MS (m/z) : 390 (M + H)+ ; 
HPLC^fr: Bo 
%im\ 7 (114) 

2- [2- (N-^f;V-N-ynejl/75y) jE.-^;VT^y] -4- 
Knr-fe*ev- l ->f;v) t e 'j^/> 
[0 8 6 2] 




Ht3 0 8] 




[0 8 6 3] 

HPLC§#^ (AO :3.92; 
MS (m/z) : 292 (M + H)+ ; 



2003-3105442 



#M 2002-357446 



^-y: 277/ 



HPLCifr: Bo 
mmM7 (115) 

4 - (^-HKor-lflfV-l-'f^) -2- [2- [N-^;V-N- [ (2 
S, 3S, 4R) -2, 3, 4, 5-f h7tKD^W] T^y] ^ 

;vt5 y] try 5 ^> 

[0 8 6 41 
[4b3 0 9] 




[0 8 6 5] 

HPLCTOFI (fr) 13.08; 
MS Gu/z) : 384 (M + H)+ ; 
HPLC^fr: Bo 

mnm7 (116) 

2 _ [2- [N- (2, 3-^l«W>^) -N-^fiVT^y] 

r^y] -4- Knr-tftf^- 1 — raO trv^^v 

[0 8 6 6] 

Mb 3 i o] 



o 




[0 8 6 7] 



miE# 2003-3105442 



#M 2002-357446 



^-v: 278/ 



HPLc&wmm (#) :4.oo; 

MS (m/z) I 400 (M + H)+ 118 ; 

HPLCift : Bo 

mMW7 (117) 

2- [2- [N-^;V-N- [ (3S, 4R) -3, 4, 

T^y] ^;i/T^y] -4- (;<-fcKn7^-l-^) tf 

[0 8 6 8] 

Mb 3 i i] 



[0 8 6 91 

HPLC§#H1 (330 13.13; 

MS (m/z) : 735 (2M + H)+, 368 (M + H)+ ; 

HPLCM: Bo 

mMM7 (118) 

2- [2- [N— (1, 5-^>f^-2-7x-;V-3-t^V-2, 3->? 

t Kn- i H-tf9V-;v-4-^ ;v^f-;v) -N-^f-;vr^ jl^-^t^ 
y ] - 4 - Knr-tf fc?^- 1 -W^) tfV^vV 

[0 8 7 0] 




ffl|iE# 2003-3105442 



mm 2002-357446 



^-v: 279/ 



[flS3 1 2] 




[0 8 7 1] 

HPLC«8N$ra (#) :3.48; 

MS(m/z) *. 450 (M + H)+ ; 
HPLC^ft : Bo 
(119) 

2 _ [2- [N- [5- [ (2E) -4-*?-A"<>9- 2 -1, 2 
3, 4 - f > 7 t FD^V-fe*> - 2 - ^f^^f ^] -N-^^^T ^ y ] x.^ 
;vr5 y] _ 4 _ (;t-tKnW/-l-^f^) 
[0 8 7 2] 
Mb 3 1 3] 




H 



[0 8 7 3] 

HPLC&wmr$ (530 :3.50; 

MS (m/z) : 426 (M + H)+, 358, 208 ; 
HPLCM : Ac 

mmm7 (120) 

2- [2- [N-^;V-N- (1, 2, 2, 3, 4 — r 



ffi|iE# 2003-3105442 



#H 2002-357446 



[0 8 7 4] 
Mfc 3 1 4] 



[0 8 7 5] 

HPLCfJfPI^ 14.88; 
MS(m/z) 1386 (M + H)+ ; 
HPLC^:Bo 

mm 7 (121) 

2- [2- [N- (3, 5 - y ^ f ;v- 1 - 7 x 7 y-^ - 4 - ^pi f 
)V) -N-^^-;i/T^ 7] xW5y] -4- KDT4ftr>- 1 

;v) tf i; ^ >>> 

[0 8 7 6] 
Mb 3 1 5] 





[0 8 7 7] 

HPLCf^ (#) 13.95; 

MS (m/z) : 867 (2M + H)+, 434 (M + H)+ ; 



mmm 2003-31054 



2002-357446 



^-v?: 281/ 



HPLC^f: Bo 

mmm i (122) 

2- [2- [N- (4 — 

[0 8 7 8] 
[ft 3 1 6] 



-4- (/N'-tFnr^tiV-l — tfusw 




CH 



h, 




OCH3 



hplc§#^ (^) :4.2i; 

MS (m/z) : 951 (2M + H)+, 476 (M + H)+ ; 

hplc^:b 0 

rnmm i (123) 

2 _ [ 2 - [N- (4-^>^Vt^y) -N-^JVT^/] .x^;VT^/] 
_ 4 _ KnT-lf tf>- 1 — UV) tfj^v^ 

[0 8 8 0] 
Hb3 1 7] 




[0 8 8 1] 

HPLCffH^ (^) 14.35; 
MS (m/z) : 446 (M + H)+ ; 



t±iSE#2 003-3105442 



#M 2002-357446 ^- v I 282/ 

HPLCM I Bo 

n mm 7 (124) 

2- [1- (2, 4, G-^'J^h + ^^v^) 
T^y] -4- (;^tFDT^t:>-l-^^) t?'j^v> 
[0 8 8 2] 
Ifb3 18] 




[0 8 8 3] 

HPLCMIUS 14.86; 
MS(m/z) ! 456 (M + H)+ ; 
HPLCM : Bo 
7 (12 5) 

2- [1- (2 ?-)V**i/s<yy)V) n°m; v>- 2 ->f )V* *f~ 

)VT 5 /] -4- (;<-KKnT*^>-l — f^) ^'J5^ 
• [0 8 8 4] 

Ift3 19] 




[0 8 8 5] 

HPLCf^FI (550 :3.04; 



ffiliE#2 003-3105442 



#M 2002-357446 



^-Vl 283/ 



MS (m/z) : 879 (2M + H)+, 440 (M + H)+ ; 
HPLCM: Bo 

mm 7 (126) 

] -4- (^-fcKnr^>-l->fA') 
[0 8 8 6] 
[ft 3 2 0] 



[0 8 8 7] 

HPLCflBWW (55*) 14.38; 
MS (m/z) : 409 (M + H)+, 134 ; 
HPLCi# : Bo 

mmi (i 2 7) 

4- (rc-n kdt^v- i -wv) If'H^V 




[0 8 8 8] 
IflS3 2 1] 




[0 8 8 9] 



t±JSE# 2003-3105442 



#M 2002-357446 



^-v : 284/ 



HPLC§#^ (AO U.58; 
MS(m/z) 1 458 (M + H)+ ; 
HPLC^ft : Bo 
SHJfcW 7 (12 8) 

2- [l- [ (2E) -2-^f;v-2-yf-;v] fcfnnj v^-2-^f 
;V7^/] -4- (/<-ls Knr-Htfv- 1 -^AO tf'^v^V 
[0 8 9 0] 
Mb 3 2 2 ] 



CH 3 

N 





CH 3 

[0 8 9 1] 



hplc§M (30 :4.50; 

MS (m/z) : 344 (M + H)+ ; 
HPLC^f : Bo 
^»J7 (1 2 9) 

2- (1 -Ji/^y^f^t'n ij 2 — f ^vr s /) -4- 

[0 8 9 2] 
Mb 3 2 3] 




HPLCfjfl^H (#) 12.83; 



ffiSE# 2003-3105442 



#M 2002-357446 ^- v : 285/ 

MS (m/z) I 667 (2M + H)+ 334 (M + H)+ ; 
HPLC^: Bo 

mmm (130) 

2- (1 -->^D-/ntf;v^^;nfni; v?v-2 —f;v^f^T5 J) -4- ( 

[0 8 9 4] 
[ft 3 2 4] 





N 

hplc£$3*#W (530 :4.n ; 

MS (m/z) : 330 (M + H)+ ; 
HPLCM : Bo 
7 (13 1) 

2- [1- (s-^wtyD^) tfn';^>-2-^^^^ L ;vr^>'] 
4- Knr-€t°>- 1 tf;^^^ 

[0 8 9 5] 
[ft 3 2 5] 



SCH, 




[0 8 9 6] 

HPLC«#Bt^ (#) :4.06; 
MS (m/z) : 364 (M + H)+ 276 ; 
HPLC^fr: Bo 
^iM7 (1 3 2) 



miE# 2003-3105442 



mm 2002-357446 



^- v I 286/ 



2- [1- (2, 6 — V**-*/-*^-?* — 5-^— fr) \£uW>—2-<< fr* 
-4- Knr-tftf>- l --f;v) 

[0 8 9 7] 
Kb3 2 6] 




[0 8 9 8] 

HPLC§#^ (#) 13.34; 

MS (m/z) I 400 (M + H)+, 276, 200,5 ; 

HPLC^ff : Ac 

mmm i (133) 

2 _ ( 1 - ^ >f ^ tf d y ^ > - 2 - ^ f 5 y ) -4- (A«-fcK 

[0 8 9 9] 
[ft 3 2 7] 





H 3 C 

N |bH 3 

[0 9 0 0] 

HPLCTOFI (#) 14.71; 
MS (m/z) : 346 (M + H)+ ; 
HPLC^fr : Bo 
(134) 



tBSE# 2003-3105442 



&m 2002-357446 



i-Z? I 287/ 



2- [1- [ (4Z) -Til- A-x.=-)V] \£.WV~s-2 — f )Vff-)VT^S 

] -4- (/f-n Knr-tfH'^- 1 --f;v) t?';^>^> 

[0 9 0 1] 
Ht3 2 8] 

H 3 C^ 




[0 9 0 2] 

HPLCfttHFI (^) 13.49; 
MS (m/z) : 414 (M + H)+, 207.5 ; 
HPLC^fr: A 0 
%mm 7 (13 5) 

2- [l- (3-7x^;V7'nb» M n y 2 /i/* ^;vr ^ J ] -4 

[0 9 0 3] 
Hb3 2 9] 




[0 9 0 4] 

HPLC«^FI (#) :4.46; 

ftSE^ 2003-310 5442 



mm 2002-357446 



^— 5> : 288/ 



MS(m/z) :394 (M + H) + ; 
HPLCifr: Bo 

uttffii 7 (13 6) 

2 - (i-yf;nfoi; v>-2-^;w^^;vr^y) -4- (^-tKD7^ 

[0 9 0 5] 

Hfc3 3 0] 




[0 9 0 6] 

HPLCTOri (AO :4.36; 

MS(m/z) : 332 (M + H)+ ; 
HPLC*fr : Bo 
%WM7 (13 7) 

2 _ (i-^/y>en'J y>-2-^fWW^) -4- (/•?-£ KnT 

-iftfv- 1 --f;v) ey^yv 

[0 9 0 7] 
[ft 3 3 1] 




[0 9 0 8] 

HPLCH#B|f4 (530 14.26; 

ffiBE#2 003-3105442 



mm. 2002-357446 



MS(m/z) : 366 (M + H)+ ; 
hpl«: Bo 

mmm7 (1 3 8) 

2 - [i_ [ (2E) -3- (4-y^W^/7x^;i/) -2--/n^-;^ 

] tfnv> ? > / -2--i';v^^;V'r ^ y] -4- (^-tKnr-ifev-i-^^ 
) tf v 

[0 9 0 9] 
Ut3 3 2] 



CH 3 




[0 9 10] 

(#) :4.54; 

MS(m/z) :435 (M + H)+, 160; 
HPL«: Bo 

mnm7 (139) 

2 - [l- [3- (2-7 i ;;v) - 2-7°a^JV] fn'Jy>'-2-'f^f 
;l/7?y] -4- (;<-KKnr^>-l-'fA') kfVSW 
[0 9 11] 
Hb3 3 3] 




fcBSE# 2003-31054 



#0 2002-357446 



[0 9 12] 

hplc^k (fr) :4.i5; 
MSd/z) : 382 (M + h)+; 
HPLC^fefr : Bo 

mm 7 (140) 

2 _ [i_ (3-tKD^y^>"^) bfnV> ? >-2--f;V^^-^T^y] - 

[0 9 13] 
Mb 3 3 4] 




[0 9 14] 

HPLCfiaWH (AO 13.62; 

MS (m/z) : 763 (2M + H)+, 382 (M + H)+ 

HPLC^f I Bo 

mmm7 (141) 

2 _ [1- (2-tFn^ry^>y>) en'jy>-2-^ JV7^/] - 
[0 9 15] 



ttHE# 2003-3105 



Mb 3 3 5] 



Sfcm. 2002-357446 



^-v>: 291/ 




[0 9 16] 

HPLC§fiFHffl (#) 14.12; 
MS (m/z) I 382 (If + H)+, 276 ; 
HPLC^fr I Bo 
MMM7 (1 4 2) 

2- [1- (4 -^D/^yy>) t?n'J^/-2-^JMW?/] -4- 
Kn T-tf ^ - 1 -4 fr) tf'j? v > 
[0 9 17] 
Ut3 3 6] 




[0 9 18] 

HPLCfiyWH (#) 13.20; 
MS (m/z) ! 410 (M + H)+ ; 
HPLC*#: Bo 

mmm i (143) 

2 - [1 - {4-^??-)v** : i/s<y*j)v) eo';v>-2-'fww5y 

] _ 4 _ (/n--^ KnT-tftf^- 1 ->f;v) tiU^v^ 
[0 9 19] 



miE# 2003-3105442 



2002-357446 



^-v*. 292/ 



[lfc3 3 7] 




[0 9 2 0] 

HPLCWFI (53*) '.3.62; 
MS(m/z) 1480 (M + H)+ 276 ; 
HPLC^fr I Ao 
*»J7 (1 4 4) 

2 _ [!_ ( 3 _^^-;v^^X [b] ft7x>-2-^fWfiV) tftfijv> 

-2 — f;v^f-;vr^y] -4- Knr^ftf^- l ^'H^ 

[0 9 2 1] 
Hk3 3 8] 



[0 9 2 2] 

HPLC«JWW (53*) 14.63; 
MSW 1436 (M + H)+; 
HPLC^fr: Bo 
mm 7 (1 4 5) 

2 - [i_ (3, 7 -Vtm'*? 9-6 \£.uWV-2-4fr** 
;i/T^y] -4- Knr-tffc?^- 1 -^f^) 

[0 9 2 3] 




tBiE# 2003-3105442 



#H 2002-357446 



293/ 



[lfc3 3 9] 




[0 9 2 4] 

HPLC^I (ft) :3.43; 
MS (m/z) : 414 (M + H)+, 207.5 ; 
HPLCM: Ao 
mm 7 (14 6) 

2 _ [i- (4-eny^^>^) tfnijv ? >-2-^f;v^^>'VT^/] - 

[0 9 2 5] 
[ft 3 4 0] 




[0 9 2 6] 

HPLC«j*Hil :4.83; 
MS (m/z) 1435 (M + H)+ ; 
HPLC*ft : Bo 

mm 7 (147) 

2 _ [1- [3- (4-t-W7x-jV) \£uVi? 



ffiSE# 2003-3105442 



!$m 2002-357446 



294/ 



[0 9 2 7] 
[It 3 4 1] 




[0 9 2 8] 

HPL C^#B#F*1 (#) : 3. 53 ; 
MS (m/z) : 464 (M + H)+, 232.5 ; 
HPLC^f ! Ao 

mmm7 (1 4 8) 

2 - [ 1 - (2 -^yV)Vy!r^i/^<yV^) tfn y 2 - 4 )V* <f-*/T < J 

] _ 4 _ Knr-lrt'v- 1 ->f ;v) ey^v 

[0 9 2 9] 
Mb 3 4 2] 




[0 9 3 0] 

HPLC§#^ (53*) 14.58; 
MS (m/z) ! 472 (M + H)+ ; 



HiiiE#2 003-3105442 



&m 2002-357446 



^-v 7 : 295/ 



HPLCM : Bo 

mmi (149) 

^ > _ 2 _ /f; v^f;v 7 =y] -4- KnT^tf>'-l--f;v) 

[0 9 3 1] 
[ft 3 4 3] 




[0 9 3 2] 

HPLCfiy$8#IBJ :3.46| 
MS (m/z) : 450 (M + H)+, 225.5 ; 
HPLCM: Ao 

nmw7 (150) 

2 _ [i_ [3, 4-tf* (^>v>t^'» en<;y>-2-^f;v 
^f-;VT^y] -4- (^-t KDT* H 0 ^- 1 ->f/v) 
[0 9 3 3] 
[ft 3 4 4] 




miE# 2003-3105442 



mm 2002-357446 ^— 5? : 296/ 

[0 9 3 4] 

KTLCfcwmm m 14.72; 

MS (m/z) I 578 (M + H)+ ; 
HPLC^ft : Bo 
H»J 7 (15 1) 

2- [1- [5- (4-tKn^v'-4-^fMW) -1, 2, 3, 4- 
7>7t Kn^t>^>- 2 --f tfnv 2 ->f f-;vr ^ 

-4- (y\°-t: Kar-fe'li>- 1 
[0 9 3 5] 
Mb 3 4 5] 




HPLCMHK 14.58; 
MS (m/z) 1 470 (M + H)+ ; 
HPLC^fr: Bo 

mmm 7 (152) 

4- (.rc-fc Kn7«tftf>- 1-- f AO tfi;^-7> 
[0 9 3 7] 



mtiE# 2003-3105442 



#^ 2002-357446 



^-^ 1 297/ 




[0 9 3 8] 

HPLC^Hfl (ft) :3.58; 
MS (m/z) I 362 (M + H)+ ; 

hplcM:b 0 

m mm i (153) 

2- [1- [ (1R, 2S, 3R, 5R) -2-HKn^f->-4, 6, 8 - h V 

[3. 3. 0] ***>-7, 1' -v^n^^-^^-3 
--f;i/^^-;v] eni;^>-2--f;vr^/] -4- (/<-i£ Fnr-if^v- l 

[0 9 3 9] 
[ft 3 4 7] 




[0 9 4 0] 

HPLCftiiFI m 13.99; 
MS (m/z) :488 (M + H)+, 276 ; 
HPLC#ff I Bo 

mm 7 (i 5 4) 



fcHK# 2003-3105442 



#M 2002-357446 



^-v : 298/ 



[0 9 4 1] 
[ft 3 4 8] 




[0 9 4 2] 

HPLCW^ (#) :3.79; 

MS (m/z) : 863 (2M + H)+, 432 (M + H)+, 290 ; 

HP LC^# : Bo 

mmn 7 (155) 

2 _ [x_ (4 - t -f^-)V^yV)V) en'Jy>-2-'f^>f^TU] - 

[0 9 4 3] 
[ft 3 4 9] 




[0 9 4 4] 

HPLCIltiiri (#) :4.83; 

MS (m/z) : 422 (M + H)+ ; 
HPLC^fr : Bo 
7 (15 6) 



ffiSE#2 003-3105442 



!$m 2002-357446 



^-v: 299/ 



2 _ [i- (i, 4-^^v*v ? ^^r-9->-6->f;v^^-;v) \£xn)i?>-2-<( 
;V7^y] 4- (;<-KKn7^V-l-'ffl') bf^vV 
[0 9 4 5] 
[ft 3 5 0] 



HPLCi^ {») 14.13; 
MS (m/z) I 424 (M + H)+, 276 ; 
HPLC^fr: Bo 
IHW07 (15 7) 

2- [1- [2- (1, 1, 2, 3, 4-fh7tKn^ 

{fni;^>-2-^f;^f^T5y] -4- ('•?- 

[0 9 4 7] 
• [ft3 5 1] 




[0 9 4 6] 




[0 9 4 8] 

HPLCftfiFflPI (#) 13.41 ; 

MS (m/z) : 426 (M + H)+, 276, 213.5 ; 



H1SE# 2003-3105442 



#0 2002-357446 



^-s>: 300/ 



HPLCM: Ao 
(1 5 8) 

2 _ [i- [4_ (3, 3-^W5/^nm+'» eny 
>?>-2-^;v^^;vT^y] -4- (^-tKor^'z-l-'f^) 



[0 9 4 9] 
Mb 3 5 2] 




[0 9 5 0] 

HPLCfiaWW (ft) 14.36; 
MS (m/z) I 467 (M + H)+, 234 ; 
HPLC^# I Bo 

mmmi (159) 

2 _ [1- (2-7'j;v^f;v) tfni>> ? >-2-'Ov^;v7 3/] -4- ( 

[0 9 5 1] 
[ft 3 5 3] 




[0 9 5 2] 

HPLC^H (53*) 13.94; 

miE# 2003-3105442 



002-357446 5? I 301/ 



MS(m/z) : 356 (M + H)+ ; 
HPLC^fr: Bo 
*Jfc«7 (1 6 0) 

2 _ (i_^r y^;vfc?a 2 -W' -4- (^-tKn 

[0 9 5 3] 
Mb 3 5 4] 




HPLCiTO (530 14.48; 
MS (m/z) I 332 (M + H)+ ; 
HPLC^ff: Bo 

mrnm i (hd 

2- (i ^v^n^^~>;v^^-;i/tfnv> ? >-2-^^^^^T5 ;) -4- ( 

[0 9 5 5] 
Hb3 5 5] 




[0 9 5 6] 

HPLCfiaWIW (530 :5.06; 



fcBIE# 2003-3105442 



#M 2002-357446 



MS(m/z) : 372 (M + H)+ ; 
HPLCifr I Bo 

nnw7 (i e 2) 

2- [l- (4-7-tf^T^/^>y» tfny ^>-2-^ ;v*^;vt 
j -4- Knr-tftf^- 1 ;v) ti 0, ;^v> 

[0 9 5 7] 
[ft 3 5 6] 




[0 9 5 8] 

HPLCftJWffl (#) :3.65; 

MS (m/z) : 845 (2M + H)+ 423 (M + H)+ ; 

HPLC#fr: Bo 

HJfeflI7 (1 6 3) 

2 - [ l - (2-* Y*i"<>VA') \£uW>-2-4 )V*3-)VT*y~\ 

[0 9 5 9] 
[ft 3 5 7] 




[0 9 6 0] 



ttilE# 2 0 0 3-3 1 



#M 2002-357446 ^- 9 J I 303/ 

HPLCitHI (530 :4.32; 
MS(m/z) : 396 (M + H)+ ; 
HPLC^fr: Bo 

mmi (1 6 4) 

2 _ [1- (4-* h^v^v^V) Vfn'; v>- 2 -4 /] -4 

[0 9 6 1] 
[ft 3 5 8] 




[0 9 6 2] 

hplc§#H^ (30 :4.i9; 

MS (m/z) : 396 (M + H)+ ; 
HPLC^f: Bo 

mmm7 d 6 5) 

2- [1- (4-7xiM>"^) tfnV v>>- 2 -^fWW5 7] -4 

[0 9 6 3] 
[flS3 5 9] 




tBfE^F 2003-3105442 



#0 2002-357446 



^-v : 304/ 



[0 9 6 4] 

HPLCfiyWWI (#) :4.66; 
MS (m/z) : 442 (M + H)+ ; 
HPLC^ff: Bo 
7 (16 6) 

2- [1- [ (2E) -3, 1 + 9 9-2* fcTn'jv 

[0 9 6 51 
[ft 3 6 0] 




[0 9 6 6] 

HPLC^W 13.40; 
MS (m/z) 1412 (M + H)+, 276 ; 
HPLC^fr: Ao 
^WJ7 (16 7) 

2 _ [i- (4-^if;l/75/^V^) t'n'Jy>-2-^W^7^ 
] - 4 - Knr-tftr> - 1 ->f^) ^J5V> 

[0 9 6 7] 



ffi!E# 2003-3 105442 



3&m 2002-357446 



305/ 



Ut3 6 1] 




[0 9 6 8] 

MS(m/z) 1437 (M + H)+ 162; 

HPLCift : Bo 

nMM7 (1 6 8) 

2 - [i_ (2 -jc^;v^3r~>;i/) If n V 2 -4" ^;VT 5 J\ -4- 

KDT-S^V- 1 — f ^) *f U 3 
[0 9 6 9] 
Mb 3 6 2] 




[0 9 7 0] 

HPLC«#!lffl (530 :3.3i; 

MS(m/z) I 388 (M + H)+, 194.5 ; 

hplc^#:a 0 

mmmi (1 6 9) 

] -4- yutWv- 1 ->f^) n°y^y> 

f±ilE# 2003-3105442 



#M 2002-357446 



306/ 



[0 9 7 1] 
[ft 3 6 3] 




[0 9 7 2] 

HPLC^W (AO :4.56; 
M.S(m/z) 1416 (M + H)+ ; 
HPLC^fr : Bo 
*jfcffl7 (1 7 0) 

2 _ (i -7>nfcf;i/fcfni; 2 ^ /) -4- On-fcFnr 

[0 9 7 3] 
[ft 3 6 4] 



[0 9 7 4] 

HPLCflHWW (00 14.14; 
MS (m/z) : 318 (M + H)+ ; 
HPLC^fr : Bo 

nmm 7 (171) 

4 _ (^-t Knr-tftfV- 1 -4 -2- [1- [ (2S, 3S, 4R) - 




ffiSE# 2003-3105442 



mm 2002-357446 



[0 9 7 5] 
Hb3 6 5] 




[0 9 7 6] 

HPLCf#CT (#) 13.18; 
MS(m/z) :410 (M + H)+ ; 
HPLCM : Bo 

mmmi (i 7 2) 

2 _ [i- (2 tfn >; ^V- 2 ->f * f-^T ^ J ] -4 

[0 9 7 7] 
[ft 3 6 6] 




[0 9 7 8] 

HPLCTOffl (530 14.15; 
MS(m/z) : 372 (M + H)+, 276 ; 
HPLCM: Bo 



ffiiiE# 2 0 0 3-3 1 0 



!$m 2002-357446 



^-v: 308/ 



mmm a 7 3) 

2- [1- (4-^nD^>^V) bfnv> ? >-2--f;V^^-^T^7] -4- 

[0 9 7 9] 
Hb3 6 7] 



[0 9 8 0] 

hplc^Nf^ m :4.47; 

MS(m/z) :400 (M + H)+ ; 
HPLC^f: Bo 
*lfc«7 (17 4) 

2 _ [i_ (2, \£u V 2 ->f /U* *f-frT 3 y 

] _ 4 _ Knr-lfVfV- 1 — fAO fcf>J^v?> 

[0 9 8 1] 
Mb 3 6 8] 





[0 9 8 2] 

HPLC§^ (530 '.4.25; 
MS(m/z) 1426 (M + H)+ ; 



fflSE# 2003-3105442 



#M 2002-357446 



^-v>: 309/ 



HPLC^fr : Bo 

mmm (175) 

4- {^-MYur^y-\-^ )v) -2- [1- [ (3S, 4R) -3, 4 

5 _ ij t Kn^^>f;v] tfn'J 2—4 frff-^T S] tfV^v 

[0 9 8 3] 
Hb3 6 9] 




[0 9 8 4] 

hplc§WI (#) :3.2i; 

MS (m/z) : 787 (2M + H)+, 394 (M + H)+ ; 
HPLC^ft : Bo 
«*«7 (1 7 6) 

2- [1- (2, 3-v^^^-l- , 7i^;V'-5-^^Vtf7V* , ;>'-4-'f 

i ^ v> 

[0 9 8 5] 
Mb 3 7 0] 




ffl|E# 2003-3105442 



2002-357446 



310/ 



[0 9 8 6] 

HFLc&wmm m :3.6s; 

MS(m/z) : 476 (M + H)+ ; 
HPLC^: Bo 

mmm i (177) 

2- [1- [5- [ (2E) -4-^^;v-2-^^x^;v] -1, 2, 3, 4 

] -4- (;<-KKD7^J'-l-^) 
[0 9 8 7] 
[ft 3 7 1] 




HPLCitBiri (550 13.53; 

MS (m/z) I 452 (M + H)+, 384, 226.5 ; 

HPLC^: Ao 

nmm (1 7 8) 

;v^;vr^/] -4- Knr4f*f>- 1 f'Jv/V 

[0 9 8 9] 



ffi|E# 2003-3105442 



2002-357446 



311/ 



iitS 7 2] 




[0 9 9 0] 

HPLCfiawra iff) :4.86; 

MS (m/z) : 496 (M + H)+ ; 
HPLC^fr : Bo 

mmi (179) 

2 _ [1- (4 -y)V^u^<y-J)V) fD'Jy>-2-^^^f^7 5y] -4 
- (/*-ti Kn7-t£tf>- 1 -^f;v) f'J^yV 
[0 9 9 1] 
[ft 3 7 3] 




N 



[0 9 9 2] 

HPLC§#HFI (#) :4.27; 
MS (m/z) ! 384 (M + H)+ ; 
HPLC^fr : Bo 

mmi (i8o) 

2- [1- (1, 2, 5- M^M^-l, 2, 3, 4-f>7t 



ffilE# 2003-3105442 



#M 2002-357446 



_3_^f t°n'j^>-2-/f;i'^f;i'T5/] -4- (^-KKnr 

[0 9 9 3] 
[ft 3 7 4] 




[0 9 9 4] 

HPLC§#^ (#) :3.32; 
MS (m/z) : 412 (M + H)+, 206.5 ; 

hplc^:Ao 

mmm i ( 1 8 1 ) 

2 _ [i- (3, 5-^^f;V- 1 - 7x^JVtf7V-;V-4 — f ^^f^) tf 
n'Ji;y-2->f;Mf;v7^y] -4- (^-tFn7€lf>-l-^^) £° 
'J ^ 

[0 9 9 5] 
[ft3 7 5] 




[0 9 9 6] 

HPLCflyflM {%) 14.15; 
MS (m/z) : 460 (M + H)+ ; 
HPLC^fr: Bo 

t±JliE# 2003-31054 



mm 2 0 0 2-3 5 7 4 4 6 ^- v : 313/ 

(18 2) 

2- [1- (4-^>^^t^v-3-^ b^y^^y» \£uW>-2-j 
;v*f-;VT^/] -4- (A-tKD7t*ev-l-^v) fc?V*v>> 
[0 9 9 7] 
Hb3 7 6] 




[0 9 9 8] 

HPLCf#iri (53*) 14.40; 
MS(m/z) : 502 (M + H)+ ; 
HPLCift : Bo 

mmm d 8 3) 

2 _ [!_ (3 *->^>-i?;V) t?n'jyy-2--fJV^W5y 
] _ 4 _ (,>?_t: KnT-fe*tf>- 1 --OV) tfV^v^V 
[0 9 9 9] 
Hb3 7 7] 




[1 0 0 0] 

HPLC§#HFI (#) :4.56; 
MS(m/z) 1 472 (M + H)+ ; 



£tiliE# 2003-3105442 



#M 2002-357446 



s<-¥: 314/ 



HPLCif: Bo 

mm 7 (18 4) 

2- [1- (4 -^<yV)V^^^^yV)V) \£zn) W- 2 -4 ^ 

] -4- Knr-tf l ;v) tfi;^v> 

[10 0 1] 
Mt3 7 8] 




[1 0 0 2 J 

HPLCTOK (550 :4.57; 
MS(m/z) 1 472 (M + H)+ ; 
HPLCift : Bo 

mmm7 (i 8 5) 

• 4- Kur^t^- 1 — fAO tfu^v 

[1 0 0 3] 
Mb 3 7 9] 




[1 0 0 4] 



ffilE#2 003-3105442 



<%M 2002-357446 ^-v! 315/ 

HPLCfiHWffl (550 :4.63; 
MSd/z) 1458 (M + h)+; 
HPLC*ft:B, 
H WJ 7 (18 6) 

2- [2- [N— [ (2E) -2-/7-^] -N-^^-;V] jh^T^/] - 

[1 0 0 5] 
[ft 3 8 0] 




[1 0 0 6] 

HPLC§M (53-) :3.98; 
MS (m/z) : 304 (M + H)+ ; 
HPLC^fr : Bo 
mm 7 (18 7) 

# 2 - [2- (N-p^V-N-^^^V') xf;l/7 5/ ] -4- (^-tKn7 

1 --Y;v) 

[1 0 0 7] 
[ft 3 8 1] 




£BfiE# 2003-3105442 



mm 2002-357446 



^-i?: 316/ 



[1 0 0 8] 

HPLCfiW#WI (#) '.4.35; 
MS(m/z) 1320 (M + H)+ ; 
HPLCM : Bo 
ili7 (18 8) 

2 - [2 - [N-^^-N- [ (2E) -2-^>x^;W] T ^ ^ ] if>7 
U] -4- KD7€ tf>- l ->f;v) 

[1 0 0 9] 
Ht3 8 2] 




[10 10] 

HPLCM^ (*) 14.18; 
MS(b/z) I 318 (M + H)+ ; 
HPLC^fr: Bo 

• mm 7 (18 9) 

2 _ [2- [N- (2 -N-^^-^V] Ji^VT*/] -4- ( 

Knr-tftfv- l — f;v) kfv^y> 

[10 11] 



ttiHE# 2003-3105442 



4$flg 2002-357446 



^-v: 317/ 




H 



[10 12] 

HPLC&#H#M 14.55; 
MS(m/z) I 334 (M + H)+ ; 

hplc*#:b, 

mmm7 (no) 

2- [2- (n-^*v;v-n-^;v) ^;vT^y] -4- (^-nKnr 
^ft?>-i-^;v) if'H^v 

[10 13] 
Mb 3 8 4] 




H 



[10 14] 

HPLC^FI (#) 14.56; 
MS (m/z) I 334 (M + H)+ ; 
HPLC^lBc 

%nw 7 (i9i) 

-4- (yc-b Knr^ftfv- 1 -^f;v) tf;^v^ 

mSE# 2003-3105442 



#M 2002-357446 



318/ 



[10 15] 
Ut3 8 5] 




[10 16] 

HPLCWffl m 14.56; 
MS (m/z) : 334 (M + H)+ ; 
HPLC^fr: Bo 
HJftfll7 (1 9 2) 

2 _ [ 2 - [N- [ (2E) - 2 -^*-te— -N-^f;l/75 7] xf;VT 
5 y ] -4- Knr* 1 --f^) £ 0l J^v> 

[10 17] 
Mfc3 8 6] 





[10 18] 

HPLCfi^HH (550 14.37; 
MS (m/z) I 332 (M + H)+ ; 
HPLCM: Bo 
H»J 7 (19 3) 

2- [2- [N- (3, 3-^^f;i/yf^) 



ttilE# 2003-3105442 



002-357446 ^-v : 319/ 



y] -4- (/t-is Knr^ftf^- 1 ;V) fcf'J^v 
[10 19] 
Hfc3 8 7] 




N CH 



| IV 



H H 3 c' CH 3 

[1 0 2 0] 

HPLCtiPf^ (#) :4.37; 
MS (m/z) : 334 (M + H)+ ; 
HPLC^f : Bo 
(19 4) 

2- [2- [N — (1, 2, 3, 4-y-h9H Kn^?>4fV-3->f ^^f-A') 
-N-^f^7^] jc^-;vr^y] -4- li Kn T^ftf V- 1 ->f )V) 

[10 2 1] 
Kt3 8 8] 




N 



CH 3 



hplc««N$W {&) 14.37; 
MS (m/z) : 344 (M + H)+ ; 
HPLCitt: Bo 
(1 9 5) 



miiE# 2003-3105442 



#0 2002-3 5 7446 



2- [2- [N— (2, 3 -S^^/WO*-^) -N-* V-JUT $ J ] if/l'T 
-4- (/t-KKnr^-l-^) 

[1 0 2 3] 
Mb 3 8 9] 




[1 0 2 4] 

hplcWFI {&) :4.7i; 

MS (m/z) I 348 (M + H)+ ; 
HPLC^fr: Bo 

rnmrn (i 9 6) 

2- [2- [N-^^-;V- (N-2-**f--^) T^y] -4 

[1 0 2 5] 
Kt3 9 0] 




H 



[1 0 2 6] 

HPLCfi^HW 14.47; 
MS (m/z) : 358 (M + H)+ ; 
HPLC^# : Bo 

ffiSE# 2003-3105 



#12 0 0 2-3 5 7 4 4 6 '. 321/ 

mmmi (197) 

2 - [2- [N-^f-^-N- (2 — tf;i/^>"^;v) 757] xW5; 
] -4- (^-t: Knr-b* ifv- 1 -a ;v) tfys^v 
[1 0 2 71 
litS 9 1] 




[1 0 2 8] 

HPLCfi^tW W 14.96; 
MS(m/z) 1362 (M + H)+ ; 



HPLCiff : Bo 

nnmi d 9 8) 

2- [1- (2 -* Y^-i/^)V) fn'J^>-2-'f^f;V75y] -4- 

[1 0 2 9] 
[ft 3 9 2] 




[1 0 3 0] 

HPLC^BIF^ (#) :3.68; 
MS(m/z) : 334 (M + H)+ ; 



thliE#2 003-3105442 



#12 0 0 2-3 5 7 4 4 6 : 322/ 

HPLC^f: Bo 

mmm7 (199) 

2 - [1- [ (2E) - 2 -yf-iV] en'J^>-2-^;Mf^T^] - 

[10 3 1] 
[tt3 9 3] 




[1 0 3 2] 

HPLCfiUFI (^) 14.23; 
MS(m/z) 1 330 (M + H)+ ; 
HPLCM: Bo 
H«!i7 (2 0 0) 

2 _ (1 -^>^;vtfm; i?>-2-4 fr^T-Ji'T^y) -4- Kny 
[1 0 3 3] 



Hfc3 9 4] 




CH, 



HPLCffitHS («•) 14.62; 
MS(m/z) 1 346 (M + H)+ ; 



ffi|E# 2003-3105442 



#H 2002-357446 I 323/ 

HPLC^ft : Bo 

mnw7 (2 o i) 

2- [1- [ (2E) -2-^>"r-;V] tfny v>>- 2 ->f ;v*^TS 
-4- (/t-KKnr^^-l-'fA') tfV^v^V 
[1 0 3 5] 
[ft 3 9 5] 




H \ / 

[1 0 3 6] 

HPLC§#Hri (ft) '.4.45; 

MS(m/z) 1344 (M + H)+; 



HPLC^fr: Bo 
*JW*7 (2 0 2) 

2 - [i_ (2-xf JV^f^) tfnU v?>-2 - ^f;V>f;V7 5 y] -4- ( 

[1 0 3 7] 
[4t 3 9 6] 




[1 0 3 8] 

HPLCfjf^ (ft) :4.9i ; 

MS(m/z) : 360 (M + H)+ ; 



mtE# 2003-3105442 



mm 2002-357446 



^--J : 324/ 



HPLC^ft: Bo 
H*fc#!l7 (2 0 3) 

2 _ ( 1 - AJf yjVlf D ij y > - 2 - ^V^ f 5 / ) -4- (^-t Kn7 

[1 0 3 9] 
lib 3 9 7] 




[1 0 4 0] 

hplc^M (#) :4.9i; 

MS(m/z) : 360 (M + H)+ ; 
HPLC^tt : Bo 

mnm (204) 

2 _ [1- (2 - *?-)Vs<y?-)v) t!n'jy/-2->f^f/i'7^/] -4- 

[10 4 1] 
[ft 3 9 8] 




[1 0 4 2] 

HPLCfiaWW :4.93; 

fcfcJfiE3# 2003-3105442 



#0 2002-357446 325/ 

MS(m/z) : 360 (M + H)+ I 
HPLCM : Bo 
^»J7 (2 0 5) 

2 _ [i- [ (2E) -2-^*-fe— /p] b'nv^>-2-^;v^f;vT5/] 
-4- (^'-t: Knr-tffcf>- 1 --Ov) e^y> 
[1 0 4 3] 
Hfc3 9 9] 




[1 0 4 4] 

HPLC^MfNFH (53*) 14.68; 
MS (m/z) : 358 (M + H)+ ; 
HPLC^ft: Bo 

mmm7 (2 0 6) 

2 _ [1- (3, tfn'jy>-2-'f^f;V75y] - 

[1 0 4 5] 

Mb 4 00] 




[1 0 4 6] 

ffi§E# 2003-3105442 



mm 2002-357446 



^—7: 326/ 



HPLC§#HK (00 :4.65; 
MS (m/z) : 360 (M + H)+ ; 
HPLC^fr: Bo 
Hli&#!l7 (2 0 7) 

2 _ [i_ (i, 2, 3, 4-rh7tKn^>-b*y-2--fJV^f^) tfo'J 
^>-2-^f;MW5y] -4- (A*-iiKnW>-i-'f;i/) 5 

[1 0 4 7] 
Mb 4 0 1] 



[1 0 4 8] 

HPLCfiiFI (530 14.71 ; 
MS (m/z) 1 370 (M + H)+ ; 
HPLC^tt ! Bo 

mmm7 (2 0 8) 

2 - [i_ (2, 3-^f^>f^) Ifnyyv-B-'f^W?;] 

-4- (/•?-£ yuTW~y- 1 ->f^) ^'H^v 

[1 0 4 9] 




miiE# 2003-3105442 



2002-357446 



^-v> : 327/ 



[it A 0 2] 




[1 0 5 0] 

HPLCfiyfWfim (#) :5.n; 

MS (m/z) : 374 (M + H)+ ; 
HPLCift: Bo 
IHW87 (2 0 9) 

2 - [ i - (2-^-^-^-^) tfni;^^-2-^;v^^;vr^y] -4- 

[10 5 1] 
Mb 4 0 3] 




[1 0 5 2] 

HPLC^W (#) 14.68 1 
MS (m/z) : 384 (M + H)+ ; 
HPLCM : Bo 
*Eifc0I7 (2 1 0) 

2 - [i_ (2 -^oeMVfA') t , n'Jv ? >-2-'f;V^f^75/] -4 

- Knr-Hvf 1 

ffifl# 2003-3105442 



!$m 2002-357446 



^-v: 328/ 



[1 0 5 3] 
Mb 4 0 4] 




H \ / 

[1 0 5 4] 

HPLC«JWm {») 14.94; 

MS(m/z) I 388 (M + H)+ ; 

HPLC^fr: Bo 

mmm i (211) 

2 _ [i_ lfO';^-3->fA'7 5/ ] -4- 

n Kn r^ftf^- 1 - w ;v) try ^ v> 

[1 0 5 5] 
Mb 4 0 5] 



[1 0 5 6] 

HPLCffH^ (#) !3.53; 
MS(m/z) : 320 (M + H)+ ; 
HPLC^f: Bo 

mmi (2 1 2) 

2 - [1- [ (2E) -2-z?T-)i'] tfm; v ^ - 3 - ^ ;vr ^ / ] -4- ( 




H 



fcB!E# 2003-3105442 



#M 2002-357446 



^-v : 329/ 



[1 0 5 7] 
[it 4 0 6] 




[1 0 5 8] 

HPLC««fll#»l (530 14.06; 
MS (m/z) I 316 (M + H)+ ; 
HPLC^fr : Bo 
mmM7 (2 1 3) 

2- [1- (2, t?n V 3 ->f ;VT 5 J ] -4 

[1 0 5 9] 
[flS4 0 7] 




[1 0 6 0] 

hplc§^ (#) :3.5i; 

MS (m/z) I 350 (H + H)+ ; 
HPLC*fr : Bo 
*Jfc«7 (2 1 4) 

2- (l-^>f^kfnV5;>-3-'fA'T§/) -4- VUTWy 



ffiSE# 2003-3105442 



Sfrm 2002-357446 



^->>: 330/ 



- 1 --r;v) 

[10 6 1] 
[ft 4 0 8] 




CH 3 



[1 0 6 2] 

HPLCtjflfFI (#) 14.39; 
MS (m/z) : 332 (M + H)+ ; 
HPLCifr : Bo 
^«U7 (2 1 5) 
2- [1- [ (2E) 
(/•?-£ Knr-tf 
[1 0 6 3] 
[ft4 0 9] 



-4- 




CH 3 



[1 0 6 4] 

HPLC^UFI (^) 14.24; 
MS (m/z) : 330 (M + H)+ ; 
HPLCM : Bo 

mmm7 (2 1 6) 



ffilE# 2003-3105442 



#M 2002-357446 



^-^ : 331/ 



2- [l- (2-^^^^) tfni;y>-3 — f;vr<y] -4- Orc-n 

[1 0 6 5] 
[ft 4 1 0] 



[1 0 6 6] 

HPLC§^ (#) :4.56; 
MS (m/z) ! 346 (M + H)+ ; 

hplc^:b 0 

KI»J7 (2 1 7) 

2 _ (i-^^v;veni;y>-3--f /uts s) -4- (/t-tKam'y 

- 1 - jjv) ev 

[1 0 6 7] 
[ft 4 1 1] 




H 




H 



[1 0 6 8] 



HPLCfiy«ffl (#) :4.63; 

MS (m/z) : 346 (M + H)+ ; 
HPLC^fr: Bo 



tBSE# 2003-3105442 



#M 2002-357446 

mmi (2 1 8) 

2- [1- (2 -tV-fr^W-fr) en'Jy>-3-^^75y] 
Knr-t? 1 -WAO tT';^v> 
[1 0 6 9] 
Mt4 1 2] 




[1 0 7 01 

(5*) :4.56; 

MS (m/z) I 346 (M + H)+ ; 
HPLC*# I Bo 
HMi#!l7 (2 1 9) 

2 - [1- [ (2E) t , n'JyV-3-'f;V7</'] -4- 

[10 7 1] 
• Hb4 13] 




H 



[1 0 7 2] 

HPLCfJH^ (AO U.45; 
MS (m/z) I 344 (M + H)+ ; 

WiE# 2003-3105442 



^-v?: 332/ 



-4- (^°- 



002-357446 



333/ 



HPLC^ft I Bo 

mum 7 (2 2 0) 

2 _ [1- (3, Z-*J**f- t°mjy>-3->f;V7 5/] -4- ( 

[1 0 7 3] 
Mb 4 1 4] 




H 



[1 0 7 4] 

KPLCVkWmW <&) 14.44; 
MS(m/z) I 346 (M + H)+ ; 
HPLC^fr I Bo 

mmmi (2 2 1) 

2 _ [1- (i, 2, 3, 4-fh7liFn^>'€>-2-^;i/^f^) fcfoij 
i;>-3-^;VT^y] -4- Knr^fev- 1 ->f ;v) if'M^v 

[1 0 7 5] 
lit 4 1 5] 




H 



[1 0 7 6] 

HPLC^Biri (#) 14.39; 

ffiSE# 2003-3105442 



%?m 2002-357446 ^- V 334/ 

MS(m/z) 1 356 (M + H)+ *, 
HPLC^ft: Bo 

nnm7 (2 2 2) 

2 _ [i- (2, 3 tfm; v>-3 ->f/l>T5 /] -4- 

[1 0 7 7] 
[ft 4 1 6] 




H 



[1 0 7 8] 

HPLCfiawn (a*) :4.70; 

MS(m/z) I 360 (If + H)+ ; 
HPLC^ft I Bo 
££16017 (2 2 3) 

2- [l- (2, 2-¥*<f-fr- 4 -^>f--;v) eny v>- 3 -^f^T5 y 
• ] -4- Knr-tft: 0 ^- 1 -w^) tfysyy 

[1 0 7 9] 
[ft 4 1 7] 




H 



[1 0 8 0] 



ffilE# 2003-3105442 



mm 2002-357446 



^- i? : 335/ 



HPLCfil#l$iffl (#) 14.62; 
MS (m/z) : 358 (M + H)+ ; 

hplc^#: Bo 

nMM7 (2 2 4) 

2- [1- (2-**?-~;l') &ui)V>-3-'(frT5.y~\ -4- (^-tK 
nT-b't'^-l-^V) ey^v^ 
[10 8 11 
[It 4 1 8] 



[1 0 8 2] 

HPLCfM (#) :4.53; 
MS (m/z) :370 (M + H)+ ; 
HPLCift: Bo 

mmmi (2 2 5) 

2- [i_ {2--^u\£)V^y^-)V) tfn>; ^v-3-^^T^y] -4- 

[1 0 8 3] 




ta®E# 2003-3105442 



&m 2002-357446 336/ 

lit A 1 9] 



H 




CH, 



[1 0 8 4] 

HPLCfi&ftWfl (5*) !4.97; 
MS (m/z) : 374 (M + H)+ ; 
HPLC^#: Bo 
mmm7 (2 2 6) 

2- [1- (2-^ >^yxf;v) tf^'J v>- 3 -4 )\>T ^ J ] -4- 

[1 0 8 5] 
Hfc4 2 0] 




OCH, 



HPLCffc#B#fg (#) :3.56; 

MS (m/z) : 334 (M + H)+ ; 
hplc&#: Bo 

mitiM 7 (2 2 7) 

2- [1- [ (2E) - 2 -T't-^] tf^J 3 — f;VT^y] -4- ( 

/<-l:KD7^-l-^) 
[1 0 8 7] 



ffiliE# 2003-3105442 



mm 2002-357446 



^-v : 337/ 



[ft 4 2 1] 




H 

[1 0 8 8] 

HPLCMtM (#) :4.io; 

MS (m/z) : 659 (2M + H)+, 330 (M + H)+ ; 
HPLC^fr : Bo 

mmm7 (2 2 8) 

2- [1- (2, 2-v^^^yxf;v) E^'J^^-S-'f^T?/] -4- 

[1 0 8 9] 
[ft 4 2 2] 



[1 0 9 0] 

HPLC##B#F«g (3*) 13.56; 
MS (m/z) I 364 (M + H)+ ; 
HPLCifr! Bo 

mmm7 (2 2 9) 

2- (i-^>f;Hi^'Jy>-3-^;v7^) -4- (^-tKnr^ftfv 
- 1 -'f ;v) fefV ^ v> 
[10 9 1] 




ffiliE#2 003-3105442 



2 0 0 2-3 5 7 4 4 6 V \ 338/ 




[1 0 9 2] 

HPLC§#H^ (#) :4.45; 
% MS(m/z) 1346 (M + H)+ ; 
HPLC^fr : Bo 
^»J7 (2 3 0) 

2 - [1- [ (2E) -2-^>t--;V] tf^'J v>- 3 5 -/] -4- 
(;<-KKnr^>-l-'f^) tfySv^ 
[1 0 9 3] 
[ft 4 2 4] 




[1 0 9 4] 

HPLC«JWIW (#) 14.29; 
MS(m/z) !344 (M + H)+ ; 
HPLCitt: Bo 
*ifefl!7 (2 3 1) 

2- [1 - (2-^)^f^-)^) kf^yyv-3—f^75y] -4- 



ffiiE#2 003-3105442 



2002-357446 



^-v> : 339/ 



[1 0 9 5] 
[ft 4 2 5] 




H 



[1 0 9 6] 

HPLCftfW {&) :4.77; 

MS (m/z) : 719 (2M + H)+ 360 (M + H)+ ; 

HPLC^f : Bo 

%mmi (2 3 2) 

2 _ (i -A^yji/b^'J v>-3 ->f/i/7 5 7) -4- Kn7-tftf> 
- l --f;v) 5 v> 

[1 0 9 7] 
[ft 4 2 6] 




H 



[1 0 9 8] 

HPLC«*5M$IR] (#) 14.73; 

MS (m/z) I 719 (2M + H)+, 360 (M + H)+ ', 

HPLC^ft I Bo 

rnrnm (2 3 3) 

2 _ [1- (2 -^;V*>"?-;V) -4- 

tiiiE# 2003-3105442 



mm 2002-357446 



^-v! 340/ 



[1 0 9 9] 
lit 4 2 7] 




H 

[1 10 0] 

HPLCt^HR (#) 14.77; 

MS (m/z) : 719 (2M + H)+, 360 (M + H)+ ; 

HPLC^#: Bo 

mmmi (2 3 4) 

2- [1- [ (2E) -2-^-*r-;i/| yd^)V>-Z-4 )VT^ /] -4- 

[110 1] 
Mb 4 2 8] 




[110 2] 

HPLCfiamW (#) 14.51; 
MS (m/z) : 358 (M + H)+ ; 
HPLC^fr : Bo 
HJ&M7 (2 3 5) 

2- [1- (3, ^'Jy>-3-^;i/7 5/ ] -4- ( 

mtE#2 003-3105442 



2002-357446 



: 341/ 



[110 3] 
[it4 2 9) 




HgC^CHa 
[110 4] 

HPLCftHFI (ft) :4.50; 
MS(m/z) 1360 (M + H)+ ; 
HPLC^ft I Bo 
H*&$I7 (2 3 6) 

2 _ [i _ (i, 2, 3, 4 — r h Kn^5>H£>- 2 tf^U 
v>>-3 — f;VT^y] -4- (/t-KKDT^-l-'f/l') t'iJ5v> 
[110 5] 
Hfc 4 3 0] 




[110 6] 

HPLC§ira (ft) M.54; 

MS (m/z) : 739 (2M + H)+ 370 (M + H)+ ; 

HPLC^fr : Bo 

mmm7 (2 3 7) 

2- [i_ (2, 3-^^^;v^>^;v) e^; v^-3 --f;vr^ /] -4 



tBSE# 2003-3105442 



!&m 2002-357446 *J '. 342/ 

(/N'-t Knr-fe*tf>- 1 —4 ;v) t°'j^y> 
[110 7] 
Mb 4 3 1] 




[110 8] 

HPLC^IWW (30 14.96; 

MS (m/z) I 747 (2M + H)+, 374 (M + H)+ ; 

HPLC^ft I Bo 

mum 7 (2 3 8) 

2- [l- (2-*^-;v) tf^i; v>-3-^f;vr^/] -4- (^-tF 

[110 9] 
Hfc4 3 2] 




H 



[1110] 

HPLCftJfUffl (53*) 1 4.59 ; 
MS (m/z) : 384 (M + H)+ ; 
HPLC^ft I Bo 

mmm (2 3 9) 



ffiiE# 2003-3105442 



!&m 2002-357446 



^-v^ : 343/ 



2 _ [i- (2 -^ntf;v^>^-;i/) fcf^'jv^-3 — f^T^y] -4- (/t 

[1111] 
[ft 4 3 3] 




[1112] 

HPLCfiHWW (53*) :5.09; 

MS (m/z) : 775 (2M + H)+, 388 (M + H)+ ; 

HPLCM: Bo 

mMM7 (2 4 0) 

4- KnT4f^>- 1 -4*) -2- [1- (2, 4, 6-M;*h* 

[1113] 
[it 4 3 4] 




H 

[1114] 

hplc^K (ft) :4.i9; 

MS (m/z) I 442 (M + H)+ ; 



HPLC^f: Bo 

mmmi (2 4 d 



ttliE# 2003-3105442 



#SI 2002-357446 



^-v I 344/ 



2 _ [i- (3-yT/^>^) fn'J 3 -"OVT^ -4- 

[1115] 
[lfc4 3 5] 




H 

# [1116] 

HPLC^i^ <&) :3.86; 

MS (m/z) I 753 (2M + H)+, 377 (M + H)+ ; 

HPLCM : Bo 

mffiM7 (2 4 2) 

2- [1- (3-^f-;V^->V) eny^-3-^^75y] -4- 

[1117] 
[4fc4 3 6] 




H 

[1118] 

HPLCfflfin (#) :4.33; 

MS (m/z) : 332 (M + H)+ ; 
HPLC^fr I Bo 

mmmi (2 43) 

2- [1- (2-*mv^f^t^y^>y» 

ffiSE# 2003-3105442 



#M 2002-357446 



^- i? : 345/ 



y] -4- (A-fc Knr-tffef V- 1 -"Ov) tfUSW 
[1119] 
lit 4 3 7] 




H 

[112 0] 

HPLC^FI (#) :3.oo; 

MS (m/z) I 851 (2M + H)+ 426 (H + H)+ ; 

HPLC^fr: Bo 

HJ&M7 (2 4 4) 

2- [l- (4-^f;w7^/^v^) tfn v >^>- 3 -^f;vr 5 -4 

[112 1] 
[4fc4 3 8] 




H 

[112 2] 

HPLC^JtHW :4.oo; 

MS (m/z) : 395 (M + H)+ ; 

hplcM:b 0 

^Jfc0O7 (2 4 5) 

4- (^-fc Kny-trfc°>- 1 -^f;V) -2- [1- (3 -7x 



ffiliEJ|# 2003-3105442 



#0 2002-357446 



346/ 



[112 3] 
[4t4 3 9] 




H 

[112 4] 

HPLC«#B#IW (ft) :4.37; 
MS (m/z) : 444 (M + H)+ ; 
HPLC^ft : Bo 
£J60»7 (2 4 6) 

2 _ [i- [ (2E) -2-^f;W-^] en'Jy>-3-^^75 7] - 

4 - n kd r-tr e v - 1 - >r ^) u s ^ > 

[112 5] 
Mb 4 4 0] 



[112 6] 

HPLCfiijWW (530 14.21 ; 
MS (m/z) : 330 (M + H)+ ; 
HPLC^t : Bo 

mmm (2 4 7) 

2- [1- [ (1R) -6, 6— :>*f-/Hfi'*tt [3. 1. 1] 

.x>- 2 — f;i/*f-;i/] tfn'j v>-3 -W;vT^ y] -4- (^-tKnr-S 

tf>- 1 ->f ey ^ 




ffiiE^F 2003-3105442 



2002-357446 



^-> f : 347/ 



[112 7] 
[ft 4 4 1] 




# [112 8] 

HPLCTOi (55-) 14.87; 
MSWz) : 396 (M + H)+ ; 
HPLCM: Bo 
^I«!l7 (2 4 8) 

2- [1- [ (4Z) -x-b-^] en'Jy>-3-^^7^] -4- 

[112 9] 
[ft 4 4 2] 

• o 




H CH 3 

[113 0] 

HPLC^M (^) :5.34; 
MSWz) : 400 (M + h)+ ; 
HPLCM : Bo 

mmm7 (2 4 9) 

2003-3105442 



!&m 2002-357446 



^-v?: 348/ 



4- KnT-tfkfV-l-W »/) -2- [1- (3-7x-^-/D^) 

[113 1] 
Mb 4 4 3] 



[113 2] 

HPLCMHI (550 14.30; 
MS(m/z) 1 380 (M + H)+ ; 
HPLC^#: Bo 
(2 5 0) 

2- (1 -7?-)V\*uWz/-Z-4 )VT^ S) -4- 1 Kn T^Mv- 
i * W 

[113 3] 




Mb 4 4 4] 




H 

[113 4] 



HPLC§iil (30 14.19; 
MS (m/z) I 318 (M + H)+ ; 
HPLC^f: Bo 



ffiiiE# 2003-3105442 



#® 2002-357446 



I 349/ 



niMM7 (2 5 1) 

2 - [1- [ (2E) -3 - (4-y7W^7x-;v) -2-^n^;v 
] t?n'J^>-3-'f^T5/] -4- (;^tKDT-b'tV-l-^;V) t?U 
5 y> 



[113 5] 
[4b 4 4 5] 




H 

[113 61 

hplc^WI (#) :4.oi ; 

MS (m/z) : 421 (M + H)+ ; 



HPLC^: Bo 
nn®}7 (2 5 2) 

2- [1- (3 -fc Kn^^/^y^) tfn >;^>- 3 ->f /U7 ^ y] -4- ( 

[113 7] 
[ft4 4 6] 




[113 8] 

HPLC^HH (^) : 3.38 ; 



tbtE# 2003-3105442 



mm 2002-357446 ^— 5> : 350/ 

MS (m/z) : 735 (2M + H)+, 368 (M + H)+ ; 

hplc^:b 0 

mnm7 (2 5 3) 

2 _ [i_ (2 -\l Yu^-y^yViX') \£u V 9 S>- 3 -4 ^7 5 7] -4- ( 

1113 9] 
Hfc4 4 7] 




H 

[114 0] 

HPLCfiii (#) : 3.97; 

MS (m/z) I 735 (2M + H)+, 368 (M + H)+ *, 

HPLC^f : Bo 

5H»J7 (2 5 4) 

2- [l- ifni;^>-3— f^T^y] -4- 0*- 

• [114 1] 

Mb 4 4 8] 




H 

[114 2] 

HPLC§#mra (53*) : 3.03; 

MS (m/z) 1396 (M + H)+ ; 



tfHE#2 003-3105442 



#12 0 0 2-3 5 7 4 4 6 : 351/ 

HPLC^ft: Bo 

mmm7 (2 5 5) 

2- [1- (4 -^y^-;v^-^->^^v;v) tfnu v^^- 3 -^T;vt5 y] -4 

[114 3] 



Mb 4 4 9] 




(xx> 




CH 3 



N N 
H 

[114 4] 

HPLC«*5WH (AO 15.16; 
MSd/z) 1466 (M + H)+. 398 ; 
HPLC*ft : Bo 
^Sifefll 7 (2 5 6) 

2 - [i_ (^>y7 7>-2-^Wf;v) tfn'J v>-3-^f;VT^ /] 

[114 5] 
[ft4 5 0] 




HPLCftt^ (59*) :4.08; 
MSWz) I 392 (M + H)+ ; 
HPLC^f : Bo 



ffiiE# 2003-3105442 



!$m 2002-357446 



mm 7 (2 5 7) 

2- [1- (3 - ^fM>Xft7x> - 2 -4 frff-fr) t°nvi 
-f;vT5/] -4- (ac- 1* Knr^ftfv- 1 -'OV) 
[114 7] 
Ht4 5 1] 



[114 8] 

HPLC§#^ (3*) : 4.37; 

MS (m/z) I 843 (2M + H)+, 422 (M + H)+ ; 

HPLC^ft: Bo 

mmi (2 5 8) 

2 _ [1- [2- (4-^na7x^vft) tfn'jy> 
7U] -4- (^-tKnr^V-l-^f^) tfV^v> 
[114 9] 
Hfc 4 5 2] 




[115 0] 

HPLCiSyWIB 14.85; 
MS (m/z) 1 496, 494 (M + H)+, 398 ; 




ffiSE# 2 0 0 3 



mU 2002-357446 



^-v: 353/ 



HPLC^fr: Bo 

mmmi (2 5 9) 

2- [1- (3, i-V**f-fr- 6 tTn 1; yy- 3 

[115 1] 

Mb 4 5 3] 



Q 





**N I \ 

H 

[115 2] 

hplc^#b#K :5.io; 

MS (m/z) 1400 (M + H)+ ; 
HPLC^fr: Bo 
miMM7 (2 6 0) 

4 - Knr-lftfv- 1 ->f ;v) -2- [l- U-fcim; 

) eny v>-3-^f;vr^y] eysw 

[115 3] 



Hfc 4 5 4] 



o 



H 

[115 4] 

HPLCfi^HB (#) 14.46; 
MS (m/z) : 421 (M + H)+ ; 



tBSE# 2003-3105442 



2002-357446 



^-v*: 354/ 



HPLC^fr I Bo 

mmm7 (2 6 1) 

2- [1- \_2-^^-)V~ 3 - (4 - t -rf;V7i-;v) -?xi\L)V\ tfnui? 
>-3 — f;vr^y] -4- (m-h Knr-tf 1 -^f;v) 

[115 5] 

[ft 4 5 5] 




H 

[115 6] 

HP LCi*#B#K 05*) : 5.03 ; 
MS (m/z) : 450 (M + H)+ ; 



HPLCifr : Bo 

mmm.7 (262) 

2- [1- (2 -s<>i?)V**i/s<>V)V) enyyV-3-^;vr<y] -4 
- tKn7-b'tf>-i-^;p) tf y 3 v v 
[115 7] 
Hb4 5 6] 




H 



[115 8] 

HPLC^#0t^ W) :4.37; 



mtE#2 003-3105442 



#Si 2002-357446 



MS (m/z) 1458 (M + H)+ ; 
HPLC^f: Bo 

mmm 7 (2 6 3) 

^-3-^ ;VT = y] -4- (^-n Knr-b*e> - 1 --f )v) t?';^> 

[115 9] 
[lfc4 5 7] 



O 

N 




[116 0] 

HPLCfiBIFI (53*) :4.63; 
MS (m/z) : 480 (M + H)+ ; 
HPLC^ff : Bo 

mmm7 (2 6 4) 

[116 1] 



ffltiE# 2003-31054 



&m 2002-357446 



^ : 356/ 



9 , 




H 

[116 2] 

HPLC^HW (#) :4.94; 
MS (m/z) 1436 (M + H)+ ; 
HPLC^ff: Bo 

mmm7 (2 6 5) 

2- [1- [3, 4 -if* (^>v?;v**v) tfmj i^v-3-W ;v 

75/] -4- (/^-fc KnWv- 1 — \£i)$*J> 
[116 31 
Mb 4 5 9] 



[116 4] 

HPLC^#NfP^ (ft) 14.48; 
MS (m/z) : 564 (M + H)+; 

hplc^#:b 0 

mmw7 (2 6 6) 

4- (^-tKOT^V-l — f^) -2- [1- (3, 5, 5-h 1 ;^^"^ 




tBIE# 2003-3105442 



#0 2002-357446 



^-v : 357/ 



[116 5] 
[ft 4 6 0] 




H 

[116 6] 

hplcM^ (#) : 5.ii ; 

MS (m/z) : 388 (M + H)+ ; 
HPLCM I Bo 
£*S0I7 (2 6 7) 

2- [l- (yh*^*^-^^) t?ni;^>-3-^;vr^y] -4- 

[116 7] 
Mb 4 6 1] 



[116 8] 

hplc§#^ (#) : 3.91 ; 

MS (m/z) : 376 (M + H)+, 260 ; 
HPLC^ft I Bo 
%mmi (2 6 8) 

2- [1- [5- (4-fc -1, 2, 3, 4- 

t h^fc Kn^v-tfv- fcfn u v>- 3 ->f/uT5 y] -4- 




tBliE# 2003-3105442 



mm.2 002-357446 ^-v : 358/ 



[116 9] 
Mb 4 6 2] 




H 

#[1170] 

H P L C$kW&T% (55*) : 4.26 ; 
MS (m/z) : 456 (M + H)+ ; 
HPLCM : Bo 

mmm (2 6 9) 

2- [1- (5-tKo*'Wf;v) tfnij^>-3->f ;vr^y] -4- ( 

[117 1] 
Mfc4 6 3] 




H 

[117 2] 

H P L Cft^fl^ (ft) : 3. 45 ; 
MS (m/z) I 348 (M + H)+ ; 
HPLC^ft: Bo 
^»J7 (2 7 0) 

2- [1- [ (1R, 2S, 3R, 5R) -2-tKn^y-4, 6, 8 - > U 

mSE# 2003-3105442 



#H 2002-357446 



^-vl 359/ 



3-^-9-* fcTntfv^n [3. 3. 0] jr?fy-7, 1' -v^o^s^f-^v- 3 
--f;v^^;v] en';y>-3-^;vr^y] -4- Knr^ftf^- l 

[117 3] 
Mb 4 6 4] 



[117 4] 

HPLC§tHM (#) 13.77; 
MS (m/z) : 474 (M + H)+ ; 
HPLCifr I Bo 

mmm i (271) 

4- Knr-tftf ^- 1 — T;v) -2- [1- (3-7x^;vif77-;v 

[117 5] 




Hb4 6 5] 




[117 6] 

HPLCf^ (53*) 13.69; 



WiE# 2003-3105442 



#02 0 0 2-3 5 7 4 4 6. v : 360/ 

MS (m/z) : 835 (2M + H)+ 418 (M + H)+ ; 
HPLC*fr I Bo 

mm i (272) 

2 - [1- (4- t -7<f-JW<>*Jfr) en'jyy-3->f*T5/] -4- ( 

[117 7] 
Mb 4 6 6] 




H 

[117 8] 



HPLC^HW (#) 14.54; 
MS (m/z) I 408 (M + H)+ ; 
HPL» I Bo 

mm 7 (2 7 3) 

2- [1- (1, 4-^>^/yt^t>-6-^;Mf^) fcfn'J v>- 3 --f 

;vr^/] -4- kdt*^v- 1 — f;v) fc e, ;^v ? > 

[117 9] 
lit A 6 7] 




H 

[118 0] 

HPLC«£B#H9 (#) 13.88; 
MS (m/z) : 410 (M + H)+ ; 



tBliE#2 003-3105442 



#12002-357446 



^-v: 361/ 



HPLC^fr: Bo 

mmm7 (2 7 4) 

4- (;^tKnm'>-l-^;v) -2- [1- [2- (1, 3, 3 - > V 

] f'My> 

[118 1] 
[ft 4 6 8] 




CH 3 



[118 2] 

HPLC«S^ (#) 15.23; 
MS (m/z) : 412 (M + H)+ ; 
HPLCM: Bo 
H«!l7 (2 7 5) 

4- (/N'-li KnT-iftf^- 1 -J)V) -2- [1- [4- (3-^f;V75 

[1 18 3] 
[it 4 6 9] 




H 

[118 4] 



miE# 2003-3105442 



#£ 2002-357446 



^-v : 362/ 



HPLCfiM#«fB (#) :4.08; 

MS (m/z) : 453 (M + H)+ ; 
HPLC*#: Bo 

mmm i (2 7 6) 

2 _ [i_ (2--7 i ;;v^;v) vfnyr/-3-'fA'7 5y] -4- (^-t 

KHT-tftf 1 -^f;v) fci'VSv^ 
[118 5] 
[ft4 7 0] 




H 

[118 6] 

HPLC§^ :3.78; 
MS (m/z) : 342 (M + H)+ ; 
HPLCM: Bo 
%im\l (2 7 7) 

4 _ (;t-iiKn7^>-l-'f^) -2- [1- (2-f77VJM^) 

t?ni; 3 — ovr^ y] ^Jv/v 

[118 7] 
Mb 4 7 1] 




[118 8] 

HPLC^H 13.56; 

tofE# 2003-3105442 



#M 2002-357446 ^-v : 363/ 

MS (m/z) : 359 (M + H)+ ; 
HPLC^: Bo 
(2 7 8) 

2- [1- (4-TW7^^>^V) t°n'J^>-3-^f;V7^] -4 

- vum^y- i tfi;5v>- 

[118 9] 
Ut4 7 2] 




6u> 



N N 
H 

[119 0] 



O 

HN — ^ 

/==< CH 2 



HPLCfiHI (ft) 13.47; 

MS (m/z) : 817 (2M + H)+, 409 (M + H)+ ; 

HPLCM: Bo 

mWM7 (2 7 9) 

2- [1- Y*Z<"<yV)\<) fcfuij v>-3--f ;V7^y] -4- (/"? 

-t: Knr^f tf>- 1 --r;v) tfu^^v 

[119 1] 
Mb4 7 3] 




QUO 



[119 2] 

hplc#.#NfK (#) :4.06; 



ffiSE# 2003-3105442 



#R 2002-357446 



^-v : 364/ 



MS (m/z) : 382 (M + H)+ ; 
HPLCifr: Bo 
mmm7 (2 8 0) 

2 _ [i - (4-^ h^rv^Vv^V) lfni;i?>-3-^;VT^y] -4- 

[119 3] 
lit A 7 4] 

o 

OCH 3 

[119 4] 

hplc«#Nf^ (550 :3.95; 

MS (m/z) : 382 (M + H)+ ; 
HPLC^ff : Bo 

mmm7 (2 8 1) 

4 - VUT*?^^-l -J Hs) -2- [1- (4-7x-MV^) 

en'jy>-3-^f^7^] ev^v^ 

[119 5] 
[tt4 7 5] 




H 



£HfiE# 2003-3105442 



ftJB 2002-357446 



: 365/ 



[119 6] 

hplc«^« (#) :4.4i; 

MS (m/z) I 855 (2M + H)+, 428 (M + H)+ I 

hplc^#:b 0 

mm 7 (2 8 2) 

2- [1- ( (2E) -3, 7 2, W^~)V) tfni;v 

y _ 3 _^ ;VT 5y] _4_ Knr-tftfv- 1 — r;v) 

[119 7] 
Mb 4 7 6] 




H 

[119 8] 

HPLC§#nra (#) :4.94; 

MS (m/z) : 398 (M + H)+ ; 
HPLCM : Bo 
7 (2 8 3) 

2 _ [1- (4-*;xf;V75/^>^I/) tfnV v?V-3 ./] -4 
- Kn7-tf tf >— 1 — 4^) fc'lMvV 

[119 9] 
Mb 4 7 7] 



CH 3 




H 



mW.m 2003-3105442 



&m 2002-357446 

[1 2 0 0] 

HPLCTOFI (#) 14.44; 
MS (m/z) 1 423 (M + H)+ ; 
HPLC^f I Bo 

rnmrn? (2 8 4) 

2- [1- (2 -*-?-)V^*l')\>) tfnV v>- 3 -4)VT < 
k Knr^ftfv- 1 if V ^ v> 

[12 0 1] 
lit A 7 8] 




H 

[1 2 0 2] 

HPLCTOK (^) 14.99; 
MS (m/z) : 374 (M + H)+ ; 



HPLC^ft:B 0 
mmM7 (2 8 5) 

2- [1- (3-7;vtn^>y» If cm; 3 -4 )VT 5 /] -4- (/* 

Far-t? tf>- 1 ->f ;u) If'Mv^ 

[1 2 0 3] 
[ft4 7 9] 




H 

[1 2 0 4] 



I 366/ 



-4- C^- 



tHIE# 2003-3105442 



002-357446 ^- v I 367/ 



HPLC«^ (#) 14.04; 
MS (m/z) : 370 (M + H)+ ; 
HPLC^fr: Bo 
^Sifefll7 (2 8 6) 

2- [1- + liD'jr/- 3 -'f/l/TSy] -4- 

[1 2 0 5] 
Mb 4 8 01 




H 

[1 2 0 6] 

HPLCfjfUH (AO :3.27; 
MS (m/z) : 306 (M + H)+ ; 
HPLC^ft I Bo 

nmmi (2 8 7) 

2- [1- (i-^-"7^-;v^^;v) tfn'j v>-3-^r^T^/] -4- 

[1 2 0 7] 
Mb 4 8 1] 





N N 
H 

[1 2 0 8] 

HPLCfM :4.33; 



ffifDE# 2003-3105442 



#M 2002-357446 



^-v! 368/ 



MS (m/z) : 402 (M + H)+ ; 
H P L C$k$r ' Bo 

mmm7 (2 8 8) 

2- [1- (3--hn^>^;v) tfn y Vs- 3 ^ J ] -4- 

[1 2 0 9] 
Ut4 8 2] 




H 

[12 10] 

HPLC^#Bt^ (#) 13.93; 

MS (m/z) I 793 (2M + H)+, 397 (M + H)+ ; 

HPLCM I Bo 

mmm7 (2 8 9) 

4- (AC-fc Knr-fe*tf>- 1 -2- [1 - [ (2 S, 3 S, 4 R) - 

2, 3, 4, 5-f >7tKD^y^f^] tfnv v^- 3 — </l/T5 y] tf 

[12 11] 
[ft 4 8 3] 




H 

[12 12] 

HPLCfi^HH (#) :3.07; 



mtE# 2003-3105442 



002-357446 ^- v • 369/ 



MS (m/z) : 791 (2M + H)+. 396 (M + H)+ ; 
HPLC^fr : Bo 
^«17 (2 9 0) 

4 - (/N'-ii Ko7-tffc?>- 1 — f;v) -2- [l- e 

[12 13] 
[ft 4 8 4] 




HPLCfiS^B (AO 13.95; 
MS (m/z) I 358 (M + H)+ ; 
HPLC^fr : Bo 

mmm7 (291) 

2 _ [1- (4-^an^yi;;v) — OVT^y] -4- 
[12 15] 



[ft 4 8 5] 




6uo 



N N 
H 

[12 16] 



CI 



HPLCfiiFI (#) 14.21 ; 
MS (m/z) : 388, 386 (M + H)+ ; 



BiiE# 2003-3105442 



#BI 2002-357446 



: 370/ 



HPLCi# : Bo 
^SJfefll 7 (2 9 2) 

2- [1- (1, 3-^>V , yt^rV-;V-4-'f liniJyy-3- 
^;VT<y] -4- (^bKnT-tft'/'-l-^^) \£V$i?> 
[12 17] 
[4t4 8 6] 




[12 18] 

HPLCf^ (#) :3.93; 

MS (m/z) : 396 (M + H)+ ; 
HPLC^f : Bo 

mmmi (2 9 3) 

4- (/t-fc Kn7€ 1 ->f ;v) -2- [1- ( (3S, 4R) - 3, 4 

, 5-f'JHKn^^>f;i/) fcfn 'J 5»- 3 ->f toT < S ] U'J5i'> 
[12 19] 
Ut4 8 7] 




H 

[1 2 2 0] 

HPLC§^FI {&) :3.u; 

MS (m/z) : 759 (2M + H)+, 380 (M + H)+ ; 

HPLCM : Bo 

ffif£# 2003-3105442 



#M 2002-357446 



s<-i? : 371/ 



mmi7 (2 9 4) 

2 - [1- (2, 1 - 7x^- 5 - t^rV >-4 ->f 

)V) kV'Jy>-3-^^T^] -4- (^-liKD7^>-l-'f^) £ 

[12 2 1] 
Mb 4 8 8] 




[1 2 2 2] 

HPLCfiiS (#) :3.49l 

MS (m/z) I 923 (2M + H)+ 462 (M + H)+ ; 

HPLCifr: Bo 

nMM7 (2 9 5) 

4 - (^-fc: KnT4£tr>- 1 --f ;V) -2- [1- [1- [ (2E) -4-^ 
2 -2, 3, 4, 5-rh7liFn^/^-4-^;v] 

[1 2 2 3] 



[ft 4 8 9] 




H 



[1 2 2 4] 



miiE# 2003-3105442 



!&m 2002-357446 



HPLC««Fl*ra (530 15.43; 
MS (m/z) 1438 (M + H)+ ; 
HPLCftft: Bo 
$Ufe0J7 (2 9 6) 

2- [1- (3-> h+y-4-^^;ut^r^>^) tf n i; v^- 3 -'f 
;VT5 7] 4- (^-tKD7-tfl?V-l-'f^) tfV^^V 
[1 2 2 5] 
[ft 4 9 0] 

PH 3 




H 

[1 2 2 6] 

HPLC^iS (55*) 14.59; 
MS (m/z) ; 963 (2M + H)+, 482 (M + H)+ ; 
HPLC^f: Bo 
(2 9 7) 

4- (/t-fc Kn74f 1 — f/lO -2- [1- ( 4 - 7;v^-n^> v;V) 
en'J^V-3-'f^7^y] t?'ny> 
[1 2 2 7] 
[ft 4 9 1] 




[1 2 2 8] 



mfiE# 2003-31054 



mm 2002-357446 



HPLCfiyWH (#) 14.02; 
MS (m/z) : 370 (M + H)+ ; 

hplcm: Bo 

ms/mi (2 9 8) 

4 _ Knr-lftfV- 1 -^r;v) -2 - [1- (1. 3, A-YV*?-*' 

-3, 4, 5, 6 -T- h^t: KD^>4fV- 5 -<ifr*W) fcfuyv^-3- 

[1 2 2 9] 
litA 9 2] 



[1 2 3 0] 

HPLCfiHWffl m :4.98; 

MS (m/z) 1 398 (M + H)+ ; 
HPLC^ : Bo 

mmmi (2 9 9) 

4 - (/i-tKnr^v-l-'f^) -2- [1- (3, 5 l - 




[12 3 1] 



ffiSE# 2003-31054 



mm 2002-357446 



374/ 



[ft 4 9 3] 




H 

[1 2 3 2] 

H p L cmzWffl <&) : 3.91 ; 

% MS (m/z) I 891 (2M + H)+, 446 (M + H)+ ; 
HP LC^# : Bo 

mm 7 (3 o o) 

2- [1- (4-^/'W + y-3-^ f^y^/y» tfny 5?>-3->f 
;l/T ^ 7] 4- KDT-tftfV- 1 ^'J5V> 

[1 2 3 3] 
Mb 4 9 4] 




[1 2 3 4] 

HPLCfiy#H#|RJ (#) 14.19; 

MS (m/z) I 975 (2M + H)+, 488 (M + H)+ ; 

HPLC^fr : Bo 



mUW 2003-3105442 



#12002-357446 



^-y : 375/ 



mmm (301) 

2- [1- (3-^>W^v^>y» tfn'Js;>-3-'f;V75/] -4 
- (A-kKnr-b'liV-l-'f^) tf'J^^> 
[1 2 3 5] 
Mb 4 9 5] 



HPLCfiH#H#ra (53*) 14.33; 
MS (m/z) : 458 (M + H)+ ; 
HPLC^fr : Bo 

mmm 7 002) 

2- [1- (4-^>^;i/^^r->^>> ? ;i') tfnv^y-s-^f^T^y] -4 

[1 2 3 7] 
Mb 4 9 6] 




H 

[1 2 3 6] 




H 

[1 2 3 8] 

HPLC§#iHFI (550 :4.32; 

MS (m/z) : 915 (2M + H)+, 458 (M + H)+ ; 



ffitE# 2003-3105442 



002-357446 I 376/ 



HPLC^fr : Bo 
mMM7 (3 0 3) 

4- (/t-fc Kn7-tffc?>- l --T;v) -2- [1- (4-7x;^y^>^ 
) tfn'Jy>-3-'f;V7 5y] fcfiJ^V 
[1 2 3 9] 
Mb 4 9 7] 




6..i> - 



0 




°-vy 



n isi 

H 

[1 2 4 0] 

HPLC§#B|^ (#) 14.41 ; 

MS (m/z) : 887 (2M + H)+, 444 (M + H)+ ; 

HPLC^ ! Bo 

%MM7 (3 0 4) 

4- (/t-fc KDT^kfV- 1 -4 As) -2- [1- (2, 4, 
fcf^'j 5»- 4 --f^T 5 7] 
[12 4 1] 
Mb 4 9 8] 

OCH 3 





n 



H 

[1 2 4 2] 

HPLC«J«W («•) 14.13; 

MS (m/z) I 911 (2M + H)+, 456 (M + H)+ ; 



mW&2 003-3105442 



#M 2002-357446 ^- v : 377/ 

HPLCifr: Bo 

mmm7 (3 0 5) 

2- [1- (3-yr;^>y» e^i; v>-4-^;vr^y] - 4- 

[1 2 4 3] 
Mb 4 9 9] 




H 

[1 2 4 4] 

HPLC^#B#K (#) 13.95; 

MS (m/z) : 781 (2M + H)+, 391 (M + H)+ ; 

HPLCM I Bo 

mMM7 (3 0 6) 

2- [l- (3 - ^f;vy*f;v) ^'j^>-4-^;v7 5y] -4- (/•?-£ 



[1 2 4 5] 




H 

[1 2 4 6] 

HPLC##Bf^ (530 14.33; 
MS (m/z) : 346 (M + H)+ ; 
HPLCM I Bo 



mtm 2003-3105442 



#M 2002-357446 : 378/ 

nMffl7 (3 0 7) 

2- [l- (2-*W'>^>^v^>^) tf^'J > r >- 4 -^f;vr^ y] 
-4- (^-t: Knr^fb'v- 1 ->f ;v) kfV5i?v 
[1 2 4 7] 
[ft 5 0 1] 




COOH 



H 



[1 2 4 8] 

HPLC^ra (#) 13.03; 

MS (m/z) I 879 (2M + H)+, 440 (M + H)+ ; 

HPLCM : Bo 

mMM7 (3 0 8) 

2- [1- (4-^^f;VT<y^>^V) fc'^V y>-4-^f^7 5 y] -4 



[1 2 4 9] 
Mb 5 0 2] 




H 



[1 2 5 0] 

HPLCMi^ (#) :4.19; 

MS (m/z) : 817 (2M + H)+, 409 (M + H)+ ; 



tolE#2 003-3105442 



#M 2002-357446 



^-v: 379/ 



HPLC^fr: Bo 

mmm7 (3 0 9) 

4- (AC- £ KDT-tflf ^- 1 ->f ;V) -2- [1- (3-7x 

[12 5 1] 
[ft 5 0 3 ] 




H 

[1 2 5 2] 

HPLC^Hn (550 :4.50; 

MS (m/z) : 915 (2M + H)+, 458 (M + H)+ ; 

HPLC^ft : Bo 

%nm (310) 

2- [1- [ (2E) - 2 2 -r-r-;v] ^'j'/'/-4->f ^r* 

y] -4- (;\°-^ KDT-lfVf^- 1 ->f >W lf'J$^ 
[1 2 5 3] 
[lfc5 0 4] 




H 

[1 2 5 4] 

HPLC^fUM (#) :4.37; 

MS (m/z) I 687 (2M + H)+, 344 (M + H)+ ; 

HPLC^#: Bo 

miiE# 2003-3105442 



#gB2 002-357446 



^-v : 380/ 



%mm (3 11) 

2- [ (1R) -1- (6, e>-V*?-)V\£l/?U [3. 1. 1] -N7 P h-2- 
)V*?-)V) e^';^>-4-^;vr^ /] -4- (^-tKn7€ 

tr>- 1 --r;W ev^^v 

[1 2 5 5] 
[lb5 0 5] 




[1 2 5 6] 

HPLC^FI (#) 15.09; 

MS (m/z) ! 819 (2M + H)+, 410 (M + H)+ ; 

HPLC^ft : Bo 

mmm7 (3 1 2) 

2- [l-*Wy^f^^'i> ? >'-4-'f^7^/] -4- (^-tFn 

[1 2 5 7] 
[<fc5 0 6] 




H 

[1 2 5 8] 

HPLCTOri (£*) :2.78; 

MS (m/z) ! 667 (2M + H)+ 334 (M + H)+ ; 



ffiiE#2 003-3105442 



#0 2002-357446 



I 381/ 



HPLC&# I Bo 

%mmi (3 1 3) 

2- ( 1 - y ^ n f - 4 - - f 5 / ) -4- C^-fc 

[1 2 5 9] 
[tt5 0 7] 




H 

[1 2 6 0] 

HPLC«^ (#) 13.97; 

MS (m/z) : 659 (2M + H)+, 330 (M + H)+ ; 

HPLCifr : Bo 

mm 7 (314) 

2- [1- (s-^f^ftyn^) tf^i; 4 -^f;vr^ y] -4- ( 

/\ , -tFD7-b*tf>-l-'fJl') e'J5v> 



[12 6 1] 




H 

[1 2 6 2] 

HPLCTOFI {ft) :3.95; 
MS (m/z) : 364 (M + H)+ ; 
HPLC^f : Bo 



mUE# 2003-3105442 



^12 0 0 2-3 5 7 4 4 6 V 382/ 

mm 7 (3 1 5) 

2- [1- (2, 6 -i?**f-)V- 5 tf^y^>-4-'f^75>' 
] -4- (/t-fc Knr-b* t?^- 1 
[1 2 6 3] 
Mb 5 0 9] 

HgC^CHa 




H 



[1 2 6 4] 

HPLCfiHI (ft) 15.03; 

MS (m/z) : 799 (2M + H)+ 400 (M + H)+ ; 

HPLC*#: Bo 

mmm7 (3 1 6) 

4- (;t-KKD7-l?VfV-l->f)U) -2- [1- (*y;>-2->f^f- 

[1 2 6 5] 
[ft 5 1 0] 




H 

[1 2 6 6] 

HPLCi^#B#^ (ft) 13.93; 



ffiliE# 2003-3105442 



002-357446 v : 383/ 



MS (m/z) : 833 (2M + H)+, 417 (M + H)+ ; 
HPLC^#: Bo 

mmm7 o 1 7) 

2- (1 -**s<>J-)V\£^v ~J>- 4-4 ;vr^ /) -4- (^-tKnr€ 

[1 2 6 7] 
[ft 5 1 1] 



O 



H 3 C 

N H 3 c4- CH 3 



H 

[1 2 6 8] 

hplc^fHB (#) :4.76; 

MS (m/z) I 691 (2M + H)+, 346 (M + H)+ ; 
HPLC^ft : Bo 

mmm7 (3 1 8) 

2- [1- [ (4Z) -4-7^-b-^] ^^-4-^)1/7 5/] -4- ( 

[1 2 6 9] 
[it 5 1 2] 





H 

[1 2 7 0] 

UFLC&Wmm (#) 15.34; 
MS (m/z) : 414 (M + H)+ ; 



mmm 2003-3105442 



mm 2002-357446 v : 384/ 

HPLC^# : Bo 

$mm7 (3 1 9) 

4- Knr-b'tfV- 1 -2- [1- (3-7x^ne;V) 

e^'jy>-4-^f;vT5y] n°i;^v> 
[12 7 1] 
Mb 5 1 3] 




H 

[1 2 7 2] 



HPLCfiaWIHJ W 14.32; 

MS (m/z) : 787 (2M + H)+, 394 (M + H)+ ; 

HPLCifr I Bo 

maim 7 (3 2 o) 

2- [1 -f^-)V\L^) i?y- 4 — T;VT5y] -4- (/f-fc Knr-tftfv- 
l -^f;v) ey ^ ^> 

[1 2 7 3] 
[ft 5 1 4] 




H 

[1 2 7 4] 

HPLCt^ (#) 14.21 ; 
MS (m/z) : 332 (M + H)+ ; 



tBSE#2 003-3105442 



002-357446 v : 385/ 



HPLC^fr: Bo 

mmm7 (321) 

2 - [1- [ (2E) -3 - (4-^f;V7^/7i^) - 2 -7'n^;i/ 

] v>-4-^r;i-r^y] -4- (^-n Knr-tffcf >- 1 --f 

[1 2 7 5] 

Mfe5 1 5] 

H 3 C^^^CH 3 





H 

[1 2 7 6] 

HPLCtfMfBffS (550 14.33; 

MS (m/z) : 869 (2M + H)+ 435 (M + H)+ ; 

HPLC^# I Bo 

mm 7 (3 2 2) 

2- [1- e^';y*V-4—f;V7^/] -4- ( 

[1 2 7 7] 
Hb5 1 6] 




tbliE# 2003-3105442 



2002-357446 



^-v I 386/ 



[1 2 7 8] 

HPLCfiBIS (55") :3.44; 

MS (m/z) : 763 (2M + H)+, 382 (M + H)+ ; 

HPLC*# : Bo 

mmm i (323) 

2- [1- (2-tKn^f^>^) tf^v 4 ->f;vr ^ -4- ( 
t K o t -ff fc? >" — 1 Wxyy 

[1 2 7 9] 
[ft 5 1 7] 



H 

[1 2 8 0] 

HPLC#«M$W (#) 14.10; 

MS (m/z) : 763 (214 + H)+, 382 (M + H)+ ; 

HPLC*# : Bo 

nnm7 (3 2 4) 

2- [1- (4-^D7^>y>) tf^V 4 --f;VT ^ -4- 

[12 8 1] 




ffiliE^ 2003-3105442 



#12 0 0 2-3 5 7 4 4 6 v : 387/ 

Mb 5 1 8] 



HO. /OH 




H 



[1 2 8 2] 

HPLC«#^ (4W I 3.111 
MS (m/z) : 410 (M + H)+ ; 
HPLCM : Bo 
mMM7 (3 2 5) 

2 _ [i- (4-A^t^y^>^l') e^y^>-4->f^T5>'] -4 
- KnT-fcffc?^- 1 — ^ AO tf 1 ; 

[1 2 8 3] 
Mfc 5 1 9] 




H 



[1 2 8 4] 

hplc^HS (AO : 5.31 ; 

MS (m/z) 1480 (M + H)+ ; 
HPLCM : Bo 
SS1WI7 (3 2 6) 



miiE# 2003-3105442 



2002-357446 



^-> f ! 388/ 



2- [l- (^>V7 7>-2-^Wf;i/) e^';^>-4-^f;vT^y] - 

[1 2 8 5] 
[ft 5 2 0] 




H 



[1 2 8 6] 

HPLCMH^ (#) 14.17; 

MS (m/z) : 811 (2M + H)+, 406 (M + H)+ ; 

HPLCM : Bo 

HJ&M7 (3 2 7) 

2- [1- (3-^W>Vft7x>-2--fJl/) \£^)iS>- )VT 
= y] -4- (^-12 Kny-t£fcf>- l — i )V) t'y5y> 

[1 2 8 7] 
[ft 5 2 1] 




H 



[1 2 8 8] 

HPLC§^f| (#) 14.54; 

MS (m/z) I 871 (2M + H)+ 436 (M + H)+ ; 

H P L C 0k$r : Bo 



tB§E# 2003-3105442 



2002-357446 



^-v: 389/ 



mMM7 (3 2 8) 

2- [1- [2- (4-^nn7x^m) ^Vv^l/I 
75/] -4- Knr-tffc^- 1 ->f fr) ^'J5r/ 

[1 2 8 9] 
Mb 5 2 2] 




H 

[1 2 9 0] 

HPLCfiHWW (#) 15.03; 
MS (m/z) : 510, 508 (M + H)+ ; 
HPLC^fr: Bo 
%nmi (3 2 9) 

2- [1- (3, 6 -**-r-;V) ^'jy>-4-^f^T^ 

] -4- (/t-fc KDT4ft?>- 1 ^) fV^v^V 
[12 9 1] 



Mb 5 2 3] 




H 



[1 2 9 2] 

HPLCfiBWW 15.12; 
MS (m/z) : 414 (M + H)+ ; 



ffilE# 2003-3105442 



#M 2002-357446 



^-v: 390/ 



HPLCifr: Bo 

mmm7 (3 3 0) 

4- (;<-tKn7-l!^-l->f^) -2- [1- 
) fc°^V^>-4 — f;VT5 7] tfV<^> 
[1 2 9 3] 
Mb 5 2 4] 



Q 




H 

[1 2 9 4] 

HPLC§^ (#) 14.57; 

MS (m/z) : 869 (2M + H)+ 435 (M + H)+ ; 

HPLCM : Bo 

HIM7 (3 3 1) 

2- [l- [2 -**f-)v- 3 - yne;v] e^'jv* 

>-4-^f;VT^y] -4- Knr-*flf>- 1 — f/W tfV^v^ 

[1 2 9 5] 
[ft 5 2 5] 




H 

[1 2 9 6] 

HPLCWi (53*) :5.2i; 



2003-3105442 



#M 2002-357446 



^-v! 391/ 



MS (m/z) : 464 (M + H)+ ; 
HPLCM: Bo 

mmn7 (3 3 2) 

2- [1- (2 -^y-J)V^^-Z/^<yV)V) bf^ 1 ; 4 --r ;vr^ y] -4 
- Knr-b*f>- 1 -^T;i/) fcfVSv^ 

[1 2 9 7] 
[lfc5 2 6] 





H 

[1 2 9 8] 

H P L CjfcWWfH (ft) 14.44; 
MS (m/z) : 472 (M + H)+ ; 
HPLC^f I Bo 

mnw7 (3 3 3) 

2- [1- (3, 5-i?- t -^)V-4-M. Kn + y^V^V) kf^U 

4--f;vr^y] -4- Knr-tffcfv- 1 -<f tfysv^ 

[1 2 9 9] 
Ht5 2 7] 




tBfiE# 2003-3105442 



#M 2002-357446 



: 392/ 



[1 3 0 0] 

HPLCiiHra (^) 14.72; 
MS (m/z) : 494 (M + H)+ ; 
HPLC^t : Bo 
mMW7 (3 3 4) 

2- [i- [3- (4 — f y-fu^^y - 2 -^^;V"7°ntf;v] tf^V 



[13 0 1] 
[4t5 2 8] 




H 



[1 3 0 2] 

HPLC^i^ (ft) 15.09; 
MS (m/z) I 450 (M + H)+ ; 
HPLC^f : Bo 

nmm (3 3 5) 

2- [l- [3, 4 -if* (^vv^v^v) e^v> r > / -4-^;v 
r^y] -4- (ac-h Knr-tf 1 -J*) tfy?y> 

[1 3 0 3] 



tbiE# 2003-3105442 



Sfrm 2002-357446 -^-v : 393/ 



[ft 5 2 9 1 




[1 3 0 4] 

HPLCfiyWM (ft) :4.57; 
9 MS (m/z) : 578 (M + H)+ ; 

HPLC^ft : Bo 

mmm7 (3 3 6) 

2- [1- 4 --f;VT5 7] -4 

[1 3 0 5] 
[ft 5 3 0 ] 




H 

[1 3 0 6] 

HPLCtiH^ (#) :5.64; 
MS (m/z) : 494 (M + H)+ ; 
HPLCM : Bo 

mmm7 (3 3 7) 

4- (yN'-t: Knr>tfe>- 1 -4 )V) - 2- [1- (3, 5, 



&mm 2003-3105442 



mm 2002-357446 



^-v: 394/ 



[1 3 0 7] 
[ft 5 3 1] 



? 




[1 3 0 8] 
# HPLCHtHK (530 15.16; 
MS (m/z) : 402 (M + H)+ ; 
HPLCM: Bo 

mmn t (3 3 8) 

2- (1 - r h ^ y * f ;i/ e ^ U ^> - 4 ^ 7 ^ /) -4- (;n 0 



[13 10] 

HPLCfl^fH^ (#) 13.99; 

MS (m/z) : 779 (2M + H)+, 390 (M + H)+ ; 

HPLCM: Bo 

•mmn (3 3 9.) 



[1 3 0 9] 
[ft 5 3 2 ] 




ffi8E#2 003-3105442 



#M 2002-357446 



^-v : 395/ 



2- [1- [1- (4-tKn^>-4->fMW) -3, 4, 5, 6- 

■r h ?t Kn^>^f>— 4 ->r;v^-^;v] t?^i;i ? >-4-^;vT^y] -4- 

[13 11] 
Mb 5 3 3] 




[13 12] 

HPLC«#B#K (#) 14.41; 
MS (m/z) : 470 (M + H)+ ; 



HPLC^# : Bo 

mmm7 (340) 

2- [1- ^'J^>-4-^;V7^j -4- ( 

Kn T "l? tf V — 1 — )V) 
[13 13] 
[ft 5 3 4] 




H 

[13 14] 

HPLC§#ffi (ft) 13.49; 

MS (m/z) : 723 (2M + H)+, 362 (M + H)+ ; 

HPLC^ft: Bo 

mmm7 (341) 



ffiSE^F 2003-3105442 



#M 2002-357446 



^-> ? : 396/ 



2- [1- [ (1R, 2S, 3R, 5R) -2-bKn^y-4, 6, 8 - h V 

t^rtXt'nify^D [3. 3. 0] 1' - u^-^-y- 3 

--Oi^?-;i/j tf^V 4 ->f ;vr^ y] -4- (/t- 1 Knr-tf l 
->f/i>) tfU 5 s» 
[13 15] 
[ft 5 3 5] 



H 

[13 16] 

H P L C^#B#K (#) : 3. 80 ; 
MS (m/z) I 488 (M + H)+ ; 
HPLC^# : Bo 
21*6017 (3 4 2) 

4- (^-tKnT^V-lM*) -2- [1- (3 -7x-iHi7 , /-iV 

[13 17] 
[ft 5 3 6 ] 





ffiiE# 2003-3105442 



#M 2002-357446 



^-v : 397/ 



[13 18] 

HPLCiSJWISI (#) 13.77; 

MS (m/z) : 863 (2M + H)+, 432 (M + H)+ ; 

HPLCM : Bo 

Hifeffl7 (3 4 3) 

2- [1- (4 - t -4- ( 

[13 19] 
Hfc 5 3 7] 




H 



[1 3 2 0] 

HPLC«jWIB (#) 14.68; 

MS (m/z) I 843 (2M + H)+, 422 (M + H)+ ; 

HPLCM I Bo 

mrnmi (3 4 4) 

2- [1- (1, 4-^>V^^^r-9->-6--f;V^f-;V) tf^Vv>-4--f 
;vr^y] 4- (/t-ii KnT-fcft?>- 1 -- f ^) tfys^v 
[13 2 1] 



tBSE# 2003-3105442 



#M 2002-357446 



^-S> : 398/ 



Mb 5 3 8 ] 




H 

[1 3 2 2] 

HPLC^HW (#) 13.99; 

MS (m/z) : 847 (2M + H)+, 424 (M + H)+ ; 

HPLC^ft : Bo 

mMM7 (3 4 5) 

4- Knr^ftfV- 1 — f/l/) -2- [1- [2- (1, 3, 3 - h; 

4, 5, 6-f>7tFn^V4f , /-2-'fiV) if^] \£*<Vi? 

[1 3 2 3] 
lit 5 3 9 ] 




H 

[1 3 2 4] 

HPLCHiifl (#) 15.18; 
MS (m/z) : 426 (M + H)+ ; 
HPLC^f : Bo 
^I»!J7 (3 4 6) 

2- [1- [4- (3 - ^f^7 5 / ^ne^**'» ^O^] ^'JV> 
-4-^^757] -4- Knr-lft?^- 1 — f bfV^v^V 



tBtE# 2003-3105442 



Sfrm. 2002-357446 



399/ 



[1 3 2 5] 
Mb 5 4 0] 




[1 3 2 6] 

HPLCTOK {#) :4.22; 
MS (m/z) : 467 (M + H)+ ; 
HPLC^fr: Bo 
%mmi (3 4 7) 

2 _ [i_ (2-7';^^) y>-4-^^75 7] -4- (^-fc 

[1 3 2 7] 
Mb 5 4 1] 




H 

[1 3 2 8] 

HPLC^B (530 13.82; 
MS (m/z) : 711 (2M + H)+ 356 (M + H)+ ; 
HPLCM: Bo 
(3 4 8) 

2 _ ( i - /f y 7f ;mVv - 4 - ^f 5 ^) -4- Knr^ft? 
>- l -4 )V) ey 5 y> 



ffiiE# 2003-3105442 



mm 2002-357446 



^— 5>: 400/ 



[1 3 2 9] 
Ut5 4 2] 




H 

[1 3 3 0] 

HPLCfiaWIW (530 :4.30; 

MS (m/z) : 663 (2M + H)+, 332 (M + H)+ ; 

HPLC^ft : Bo 

$mM7 (3 4 9) 

2- (l-->^n^^rv;Up{^-;i/ii 0 ^V>?>-4-^;V'T^y) -4- l: 

Knr^fii 0 ^- l --f;v) fcfi;^^^ 
[13 3 1] 
[ft5 4 3] 




H 

[1 3 3 2] 

HPLCfifcJWM (#) 14.85; 

MS (m/z) : 743 (2M + H)+, 372 (M + H)+ ; 

HPLC^ft : Bo 

mmi (3 5 o) 

4- (ac-i* Knr-tftfv- l -2- [l- (2-f7V;wf-;v) 

[1 3 3 3] 

ffiiE#2 003-3105442 



#M 2002-357446 



^-v: 401/ 



Mb 5 4 4] 




H 

[1 3 3 4] 



HPLCftPIK (550 :3.64; 

MS (m/z) I 745 (2M + H)+, 373 (M + H)+ ; 

HPLC^ft: Bo 

mrnm (351) 

2- [1- (4-7*^7 5/ ^^) ^iJ^>-4-^;l/75/] -4 

- (r?-t Knr-tftf y- 1 -^f;v) tfysw 

[1 3 3 5] 
Mb 5 4 5] 



o 




H 



[1 3 3 6] 

HPLC§#S|^ ($30 13.55; 

MS (m/z) : 845 (2M + H)+, 423 (M + H)+ ; 

HPLC^ft : Bo 

%MW1 (3 5 2) 

2- [l- (2-pt b^y^^^v) tf^i;^>-4-w , ;vr^/] -4- (✓< 

tiifE# 2003-3105442 



2002-357446 



^-S>: 402/ 



[1 3 3 7] 
5 4 6 ] 




H 

[1 3 3 8] 

HPLCfiH#l$W (53*) 14.13; 

MS (m/z) : 791 (2M + H)+, 396 (M + H)+ ; 

HPLCM : Bo 

nmffl7 (3 5 3) 

2- [1- (4 Y*ri"<>z?)l>) ^WV-A-j )VT \ S~\ -4- 

Knr-if My- i ->f/i0 

[1 3 3 9] 
[^5 4 7] 



OCH 3 




H 



[1 3 4 0] 

HPLC^#Bf^ (#) 14.06; 

MS (m/z) : 791 (2M + H)+, 396 (M + H)+ ; 

HPLCM: Bo 

nmm (3 5 4) 

4- (/-?-£: Knr-if 1 --f;v) -2- [1- ( 4 - 7 jc^W^v^) 

tfJiE# 2003-3105442 



!&m 2002-357446 



403/ 



[13 4 1] 
Ut5 4 8] 




H 



[1 3 4 2] 

HPLC&WWm {$) U.54; 

MS (m/z) : 883 (2M + H)+, 442 (M + H)+ ; 

HPLCi#:B, 

mm 7 (3 5 5) 

2 - [1- [ (2E) -3, 7— s S**-fl'-2, f>-*>7 )V\ k^'Jy 

>-4-^vr^] -4- (/t-K Knr^ftrv- 1 -^/v) tfi;^^> 

[1 3 4 3] 
[ft 5 4 9] 




H 



[1 3 4 4] 

HPLC^H^ (#) :4.89; 

MS (m/z) : 823 (2M + H)+, 412 (M + H)+ ; 



mSE# 2003-3105442 



!$m 2002-357446 



^-v: 404/ 



HPLC^f : Bo 

mmm7 (3 5 6) 

2- [1- (4 -^if^T5 y ^Vv;l/) t?^Vv ? >-4-^f;V7 5/ ] -4 

[1 3 4 5] 
Mb 5 5 0] 

CH3 CH3 

k J 

N 




H 

[1 3 4 6] 

HPLCfi&iNfcffl (#) :4.57; 

MS (m/z) : 873 (2M + H)+, 437 (M + H)+ ; 

HPLCM I Bo 

mmm7 (3 5 7) 

2- [1- (3 -^v^n^vv^v) tf^y y~y- 4 -^f^75 y] -4- 0* 

[1 3 4 7] 
Mb 5 5 1] 




H 

[1 3 4 8] 

HPLCMUFI (3*) 14.15; 



£UiE#2 003-3105442 



#0 2002-357446 



^-v : 405/ 



MS (m/z) : 767 (2M + H)+ 384 (M + H)+ ; 
HPLC^ft : Bo 

nmm7 (3 5 8) 

2- [1- (1 -1-y?- k^'j^>-4— f;v75/] -4- 

[1 3 4 9] 

[ft 5 5 21 




H 

[1 3 5 0] 

HPLC«#I$M :4.54; 
MS (m/z) : 831 (2M + H)+, 416 (M + H)+ ; 
HPLC^# I Bo 
(3 5 9) 

2- [l- (3--fn^/y» e^v> ? v-4-'f;vr^ -4- 
n Knr^tf^- i — f >v) 

[13 5 1] 
[ft 5 5 3] 



NO z 



H 

[1 3 5 2] 

HPLC^H (5*) 14.04; 

MS (m/z) : 821 (2M + H)+, 411 (M + H)+ ; 

fflfE# 2003-3105442 



#M 2002-357446 



^-v*: 406/ 



HPLC^fr : Bo 
nMM7 (3 6 0) 

4 _ Knr-HVf^- 1 -4 ;v) -2- (1 -7 p ntf;ve^V^>-4- 

[1 3 5 3] 
[ft 5 5 4] 




H 

[1 3 5 4] 

HPLCfiHWM (#) :4.02; 

MS (m/z) : 635 (2M + H)+, 318 (M + H)+ ; 

HPLCM: Bo 

mm 7 (3 6 1) 

4 _ Knr-t?tf>- 1 -W^) -2- [1- [ (2 S, 3 S, 4 R) - 

2, 3, 4, 5— r f7t Kn^r^/f^] tf^U W- 4 ->f ;VT 5 ^] fcf 
V ^ ^> 

[1 3 5 5] 
Hk5 5 5] 



OH 




H 



[1 3 5 6] 

HPLCfiHF^ 13.14; 



ffiSE#2 003-3105442 



<Wm 2002-357446 



^-v: 407/ 



MS (m/z) 1410 (M + H)+ ; 
HPLCM : Bo 
5fe8fcfll7 (3 6 2) 

4- b YuT**\Zy- l — 2- [l- (2-i-^~)v*i-)V) e 
^ , ;> ? >'-4--r^T^y] vf 'J v/> 

[1 3 5 7] 
Mb 5 5 6] 




H 

[1 3 5 8] 

HPLCfiyWW (#) 14.06 ; 

MS (m/z) I 743 (2M + H)+, 372 (M + H)+ ; 

HPLC^lBo 

%mm (3 6 3) 

2- [l- (4-?on^y^) t?^i;> f y-4-'f;VT^y] -4- (/<- 

[1 3 5 9] 
[ft 5 5 7] 



CI 




H 



[1 3 6 0] 

HPLCfiH^ (#) 14.35; 



f±JlE# 2003-3105442 



&IB 2002-357446 , ^- v : 408/ 

MS (m/z) : 799 (2M + H)+, 402, 400 (M + H)+ ; 
HPLC^#: Bo 

mmm7 (3 6 4) 

2- [1- (1, 3-^^v^^^v-;v-4--f;v) kT^i;^>-4-^;vr 

= y] -4- KnT-tftf>- 1 ->f>l0 £V5S» 

[13 6 1] 
[ft5 5 8] 

O 00 

H 

[1 3 6 2] 

hplc^#b#k m :4.02; 

MS (m/z) : 819 (2M + H)+, 410 (M + H)+ ; 
HP L I Bo 

nmmi (3 6 5) 

4- (/t-t Knr-b*tf>- 1 -2- [1- [ (3S, 4R) -3, 4 

[1 3 6 3] 
Kfc 5 5 9 ] 



OH 




H 



[1 3 6 4] 

HPLCftMfBfP^ (^) 13.18; 



mgE# 2003-3105442 



&m 2002-357446 



^-v : 409/ 



MS (m/z) : 787 (2M + H)+, 394 (M + H)+ ; 
HPLC^fr I B 0 

mmm7 o 6 6) 

2- [1- (2, 3-^^f;v-l-7i-Jl'-5-t^Vt:7y , J^-4-^ 
)V*^-)V) ^'jy>-4->f ;WT^y] -4- 1 KnTiftf V- 1 -4 

[1 3 6 5] 
[ft 5 6 0] 



H 

[1 3 6 6] 

HPLC««f«PM (#) !3.51 ; 

MS (m/z) : 951 (2M + H)+, 476 (M + H)+ ; 

HPLC^ff : Bo 

H»07 (3 6 7) 

2- [1- (3 L ^ fdrv-4-^->;vt^^>'^) \£<*Vi?y-4->( 
;V7^y] -4- (-rc-l* Knr^>- 1 — ( 
[1 3 6 7] 




tbSE# 2003-3105442 



#SK 2002-357446 



[ft 5 6 1] 




H 

[1 3 6 8] 



HTLcvmmm 14.72; 

MS (m/z) 1 496 (M + H)+ ; 
HPLC*# : Bo 

mm 7 (3 6 8) 

2- [1- (4 -7)varw<z/y)v) e^u -J^T s y] -4- (/< 

[1 3 6 9] 
Mb 5 6 2 ] 



F 




H 



[1 3 7 0] 

HPLCfiawm (530 :4.i3; 

MS (m/z) I 767 (2M + H)+, 384 (M + H)+ ; 
HPLC^ft: Bo 
H»J7 (3 6 9) 

4- (aC-H Kn74?kf>- 1 ->f AO -2- [1- (1, 3, 4- by 
-3, 4, 5, 6-x h 7fc Kn^?V4f>- 5 — t \£^VJ>~4- 

ffiiE# 2003-31054 



2&m 2002-357446 



^-v: 411/ 



[13 7 1] 
[ft 5 6 3] 




[1 3 7 2] 

HFLCUWWm 15.18; 

MS (m/z) : 823 (2M + H)+, 412 (M + H)+ ; 

HPLCM : Bo 

mm 7 (370) 

2- [1- (3, l-7x^Hf5V-;i/-4-^fWf;V) ^° 

^'j^>-4-^f;v7 5/ ] -4- Crc-n Knr^>- 1 ->f^) fc'y^v* 



[1 3 7 3] 
[ft 5 6 4] 




H 



[1 3 7 4] 

HPLCfifHK (#) :4.02; 

MS (m/z) : 919 (2M + H)+, 460 (M + H))+ ; 



fflSE# 2003-3105442 



!Wm 2002-357446 



412/ 



HPLC^t : Bo 
nnM7 (3 7 1) 

2 - [i- (2-^>y>t^ryxf;l/) e^V 4 ->f ;VT ^ ^] -4- 

[1 3 7 5] 
5 6 5] 




[1 3 7 6] 

HPLCf#ffi (#) 14.06; 
MS (m/z) : 410 (M + H)+ ; 



HPLCM : Bo 

mm 7 (3 72) 

2- [1- (4-^>^Vt^y-3-^ >^v^>^) fcVoj v>-4-^ 
;V7^/] -4- KnT4? 1 ^) tf'JSv'v 

[1 3 7 7] 



ffiSE# 2003-3105442 



mm 2002-357446 



^-v : 413/ 



[ft5 6 6] 




H 

[1 3 7 8] 

HPLCft^Ffiri (#) 14.30; 
MS (m/z) : 502 (M + H)+ ; 
HPLC^ft: Bo 

mmm7 (3 73) 

2- [1- (3-^^y>t^v^>^) a — ovr^y] -4 

[1 3 7 9] 
[ft 5 6 7] 




H 



[1 3 8 0] 

HPLCftM 14.44; 

MS (m/z) I 943 (2M + H)+, 472 (M + H)+ ; 

HPLCM: Bo 

tBSE# 2003-3105442 



mm. 2002-357446 



414/ 



§!»!I7 (3 7 4) 

2- [l- (A-^zsy)v***sn/y)v) -j>-4-j ;vr^y] -4 

[13 8 1] 
lit 5 6 8] 




[1 3 8 2] 

HPLC§#^ (00 14.44; 

MS (m/z) I 943 (2M + H)+, 472 (M + H)+ ; 



HPLCM I Bo 
*lfc«7 (3 7 5) 

4- Knr-tftf>- l -2- [1- (4-7x 

) e^v y>-4-^f;VT5y] kfy^v^ 
[1 3 8 3] 
Kb 5 6 9 ] 




H 



ffiiE# 2003-3105442 



#02 0 0 2-3 5 7 4 4 6 5> : 415/E 

[1 3 8 4] 

HPLC^#Bff^ W 14.51 ; 

MS (m/z) : 915 (2M + H)+, 458 (M + H)+ ; 

HPLCM: Bo 

mmm 

1 0 0§e£#^ o 
[1 3 8 5] 

•2- (2-^fJV7^yxf;V7^) -4- (/<- 1 Kn T-tf tf 1 - 



tfi; 5 v> 5. 0 g 

• #;i^^~>^;v-fe;i/n— *#;i/~>^ A 0. 2 g 

•Xf7V>Uv^y^A 0. lg 

•M^^D^ 4. 7g 



ffiSE#2 003-3105442 



!$m 2002-357446 



<*—i? : 1/E 



[«««] WW 

[flDft] HHsft (I) : 
Mfci] 




H 

nr/i/* Vfc^&^bU QJiNR 1 R2 fc^fc^bu *O^OfB^l±IBiffl* 
LT^rf £ C X C R 4 MfflfflJo 

mm —1B&: (i) <n>vc&m t z<Dm^M^w?mztiz>m.i±, cxcR4i 



ffiIE# 2003-3105442 



#g£ 2002-357446 



s>: i/E 



#lttMtf>#-^ #M 2002-357446 

^fcj-#-5§- 50201864794 

ffi^w m*.&m±ffi 0094 

fjU&B 4^12^1 IB 



[JltBB] ¥Jftl4^12JllOH 



HJ|E# 2003-3105442 



#12 002-357446 
IK I A I I f i 



i . h 

ft ffi 



[000185983] 
1990^ 9 J! 20 



